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(57) Abstract 

Novel quinoline derivatives and quinazoline derivatives represented by general formula (I) which have an inhibitory effect on the 
autophosphorylation of growth factor receptors originating in platelets and pharmaceutical ly acceptable salts thereof; pharmaceutical 
compositions containing these compounds; and a method for treating diseases relating to the abnormal proliferation of cells such as the 
proliferation of tumors, wherein Ri and R 2 represent each H or C M alkyl, otRj andR 2 together form C|. 3 allcylene; X represents O, 
S or CH 2 ; W represents CH or N; and Q represents substituted aryl or substituted heteroaryl. 
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rfiKS©2, 6-^tKn*«>t7^l/> (9 6 1mg) *N, N-SMfMU 
*^7; K (10 0ml) lc*frl,fcSt> 0SRrt!J*A (1. 2 4 4 g) £Jd 
^ISlCTS^Lfco 3 0^a^yf-;l/W (l. 14ml) £#o< t^TL 

^h^5 7-f-lcJ;t)«WIU £®©ft£$l£3 0 7mg N JR*2 9«T»te 0 
1 H-NMR (CDClg, 9 0MHz) : <5 3. 8 9 (s, 3 H) , 

7. 0 0-7. 18 (m. 4H), 7. 5 3-7. 7 0 (m, 2H) 
JtM&Vm (FD-MS, m/z) : 174 (M + ) 

6, 7-->V h*>-4- (6-^ b*i/-2-i-y1-Jl**i/) *J 'j > 
(1 2) 

4-* on- 6, 7->M h + U> (7 5mg) iSU6WlT?#fc6- 
^ h*v'-2-t7h-A (17 4mg) *fi£U 1 8 0W3 0£HHI#L 
mm&M^^y/'T^Yy (2/1) 1?Wa«3WI->»J*y;b^ 
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n-^h^^-fc.fc&MIU £g©ft£to£7 lmg^ JR^5 9%T^fco 
1 H-NMR (CDC 1 3 . 9 OMH z) : 6 3. 9 6 (s, 3 H) . 4. 0 

7 (s, 3H), 4. 08 (s, 3H) , 6. 53 (d, J=5. 71Hz, 1 

H) . 7. 18-7. 3 6 (m. 3H) , 7. 5 6-7. 9 1 (m, 5 H) , 8. 

50 (br, 1H) 
tt&Vm (FD-MS, m/z) :361 (M + ) 

hums 

6, 7-?> h*->-4- (2-^7^;U**'» *J M > (1 0) 

4 -?od-6, 7->M h^rv'+y 'J > (4 5mg) eh miSSO 0 - +■ 7 h 

(i4 4m g ) &m&u i8o°ctp2mmmwit:'&, fsmm2tmm<o 

mtt\z±r>-cmU »B©<b^ft*4 5mg, JR^6 8 KT»fc 0 

1 H-NMR (CDC 1 g, 90 MHz) : 6 4. 05 (s, 3 H) , 4. 0 
6 (s, 3H) . 6. 5 2 (d, J = 5. 2 8Hz, 1 H) , 7. 2 7~7. 6 
1 (m, 6H) , 7. 7 5-8. 00 (m, 3 H) , 8. 5 0 (b r, 1 H) 
m&Vrm (FD-MS, m/z) :33 1 (M + ) 

mmmA 

6, h*->-4- (7-^ h4->-2-^7f^t^^) *7 U > 

(1 3) 

4-^dd-6. 7-^V h + v'+y 'J > (8 9mg) <tmBSS©7- / h + 
^-2-t7h-;b (2 0 9mg) £fi£U 1 8 0°C#3 0^F»Lfc'^ 
HJ£^J2i^©aimr«k-ormSIL. ^SOfb^^5 9rag x iR$4 1%T 

1 H-NMR (CDC 1 Q , 9 0MHz) : 63. 9 2 (s, 3 H) , 4. 0 
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5 (s, 3H), 4. 07 (s. 3H), 6. 54 (d. J = 5. 49Hz, 1 
H) , 7. 10-7. 24 (m, 3 H) , 7. 49-7. 91 (m, 5 H) , 8. 
49 (d, J=5. 49, 1H) 
M#0ftt(FD-MS. m/z) : 3 6 1 (M + ) 

H»J5 (Mm\) 

Otitis ZOmiLtio HX^2 8% 0 

1 H-NMR (CDC 1 3 , 9 0MHz) : 6 4. 0 0 (s, 3 H) , 6. 7 
9-6. 89 (m, 2H) , 7. 3 0-7. 48 (m. 2 H) , 7. 69-7. 
9 0 (m, 2H) 
BM&Vm (FD-MS, m/z) :174 (M + ) 

6, 7—>V h*->-4- (5-,* h*^- 1 -^-7^^^-» u > 
(1 1) 

4-^nn-6, h + WJ>(85mg) <tfli60lJ5T*#rt:5 - 

h*i/-l-t7h-^ (6 7mg) £jg£U 1 8 0X1*2 0#fHM£#L*: 

^is^j2 tmmom^^rmmi. mmoits®}* 1 9m g , jr^i 4 

X H-NMR (CDC 1 3 , 9 0 MHz) : 5 4. 0 4 (s, 3 H) , 4. 0 
8 (s, 6H) , 6. 3 1 (d, J = 5. 2 7Hz. 1 H) . 6. 8 3-6. 9 
2 (m, 1H), 7. 3 4-7. 61 (m, 4H) , 7. 7 5 (s, 1 H) . 
8. 2 0-8. 2 9 (s, 1H), 8. 43 (brs, 1 H) 
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It^tfrl (FD-MS, m/z) :36 1 (M ) 

6, 7-v>V h*->-4- (4-^T> K'J )\<**i/) *J 'J > (1 7) 
4-? no -6, 7-v>V h+ >+y U > (1 1 2mg) £rfr|RS©4 -k K 
o^S/^OK-^ (2 0 0mg) 1 8 0^+3 0£l8H*#Lfco KJ6 

ii^^riafaKK*^^ h 'J •> ATK^T^ft L * 1 1 o □ *;|, A 

S^?ontwbA/Kixf;b (3/1) T?SBS-r5»B->'J/;y;l/^n-rh^ 

1 H-NMR (CDC 1 3 . 9 0MHz) : 8 3. 9 5 (s, 3 H) , 3. 9 
6 (s, 3H) . 6. 0 8-6. 1 3 (m, 1 H) , 6. 3 5 (d, J =5. 2 
8Hz. 1H) , 6. 83-6. 93 (m, 1 H) . 7. 29-7. 45 (m, 
5H), 7. 62 (s. 1H), 8. 40 (d, J=5. 05Hz, 1 H) 
(FD-MS, m/z) : 32 0 (M + ) 

6, 7-*Jjt h*S/-4- (3, 4-i?yht'>7x^-» ^;'J>(8) 
4-*od-6, 1- ! J* V > (9 Omg) chffiIRS® 3, 4-^ 

y h+^x;-^ (18 7mg) *fi£U 1 8 Ot+3 0 5*BBH» L teflfe^ 

1 H-NMR (CDC 1 3 . 5 0 0MHz) : S 3. 8 7 (s, 3 H) , 
3. 9 3 (s, 3H) , 4. 0 5 (s. 3H) . 4. 0 6 (s, 3 H) , 6. 4 
5 (d, J=4. 9Hz, 1H) , 6. 75 (d d, J=2. 4Hz, 9. 2H 
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z. 1H), 6. 75 (d, J=2. 4Hz, 1H), 6. 93 (d, J = 
9. 2Hz, 1H), 7. 42 (s, 1H), 7. 57 (s. 1 H) , 8. 48 
(d, J=4. 9Hz, 1H) 
SM#tffli (FD-MS, m/z) :34 1 (M + ) 

6. 7-S>V h*->-4- U;U/f*i/) *y U> (1 5) 

4-* on- 6, 7-^h + -/+/"J>(9 0mg) imiSffi© 6 - fc Kn 
*->*y U > (1 7 6mg) *«flJU H«J8 tmm®MeVR&&Z&m 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 54. 05 (s, 3 H) . 
4. 06 (s, 3H), 6. 56 (d, J = 5. 5Hz, 1 H) , 7. 44- 
7. 6 2 (m, 5H) , 8. 1 3 (d, J = 8. 5 Hz, 1 H) , 8. 2 2 (d, 
J =9. 2 Hz, 1H) , 8. 5 3 (d, J =4. 9H z. 1 H) . 8. 9 4 

(d, J = 4. 3Hz, 1H) 

MHWrtt CFD-MS, m/z) : 3 32 (M + ) 

6. HPS/-4- (3-7J^n7x;^'» 4-y U > (4) 

4-?oo-6, h*«>*>"J> (lOOmg) imiSS0 3-"7;U 

*D7*;-;K0. 2 0ml) &«£U 1 8 0 W3 0£HHt#Lfc o KJC 
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mg, JDS$9 4%-e*#fco 

1 H-NMR (CDC 1 3 , 500 MHz) : 5 4. 04 (s, 3H), 
4. 0 6 (s, 3H) , 6. 5 6 (d, J =4. 9 Hz, 1H) , 6. 9 3 (d. 
J = 9. 2Hz, 1H), 6. 95-7. 05 (m, 2 H) , 7. 39-7. 4 
5 (m, 1 H) , 7. 4 7 (s, 1 H) , 7. 5 0 (s, 1H), 8. 5 3 (d, 
J=4. 3Hz, 1H) 

li^(FD-MS. m/z) :29 9 (M + ) 



mmmi i 

6. h*->-4- (3-bKP4'>7x;»-» *y 'J > (5) 

4-^on-6, 7->M U y (3 0 0mg) £rff|RS<DUvOI/S/ 

>t;7-irf-h (0. 8 3 5ml) 1 8 0 0£Ma£#Lfco 

^-NMR (CDClg, 5 00MHz) : d 4. 01 (s, 3H), 
4. 02 (s, 3H). 6. 48 (t, J=2. 4Hz, 1 H) , 6. 59 (d, 
J=5. 5Hz, 1H), 6. 77 (dd, J=2. 4Hz, 7. 3Hz, 1 H) 
, 6. 82 (dd, J=2. 4Hz, 8. 6Hz, 1 H) , 7. 33 (t, J = 
7. 9 H z, 1H) . 7. 3 9 (s. 1 H) , 7. 4 7 (s, 1H), 8. 4 0 
(d, J=5. 5Hz, 1H) 
M£*fflfi (FD-MS, m/z) :2 9 7 (M + ) 



WO 97/17329 PCT/JP96/03229 

49 

mmmi 2 

6, 7-;n^->-4- (4-^ot7x7t-» *J 'J > (7) 
4-^dd-6. h*-WJ> (1. OOg) £ffifiSo n D©4-7'n 

*7x7-;b (l 1 5mg) *m&L 1 8 0t*4 0ftf B mftLtz o KJ5fi^- 

S*LT^^g^+-^> / /T-b ?od*;UA x ? d n*;bA/y ^ y 

^ -K<fci9*tSS!U ««©ft^«!«:l. 2 0 g> JR^7 6%T:'&tz 0 

1 H-NMR (CDC 1 3 . 500 MHz) : 5 4. 04 (s, 3H). 
4. 05 (s, 3H), 6. 48 (d, J=4. 9Hz, 1H), 7. 08 (d, 
J=8. 5Hz, 2H), 7. 43 (s, 1 H) , 7. 51 (s, 1 H) , 
7. 58 (d, J=8. 5Hz, 2 H) , 8. 51 (d. J = 4. 9Hz, 1 H) 
MMftftm (FD-MS, m/z) :3 5 9 (M + ) , 36 1 (M + +2) 

mmmi 3 

6, 7-vM h^->-4- (2-/- ht->7x;t-» 'J > (1) 
4-? on- 6. 7->M h + U> (1 0 2mg) imBSS<D2-y h 
+'>7x;-;l/ (0. 5ml) £&£U 1 5 0 1?* 8 B$RfiiB# L fc 0 

LT*ifc&gte^*^>/ft&x^;UTJg&^ Ml' * nD*jl/A/y * y 

1 H-NMR (CDC 1 „, 9 0 MHz) : 5 3. 7 8 (s, 3 H) , 4. Q 
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5 (s, 3H) , 4. 0 5 (s, 3H) , 6. 3 1 (d, J = 5. 3 Hz, 1 H) 
. 6. 9-7. 4 (m, 4H), 7. 42 (s, 1 H) , 7. 63 (s, 1 H) , 
8. 45 (d, J = 5. 3Hz, 1H) 
MMfttirffli (FAB -MS, m/z) :312 (M + +l) 

mmm 1 4 

6, 7-vM h*i/-4- (3-y h*>7xy*» (2) 
4-^dd-6, 7-v?y (1 0 3mg) £^,£©3-* h 

^ >7 ^-^ (1 5 8mg) £&&U 1 6 0t*9l$F<3$# L^ c REMS 

{w«kt)H$S!L. HOjk^2 9mg, OT5 2%^A: 0 

* H — NMR (CDClg, 90MHz) : <5 3. 8 2 (s, 3 H) , 4. 0 
4 (s, 3H), 4. 05 (s. 3H), 6. 53 (d, J=5. 3Hz. 1 H) 
. 6. 7-6. 9 (m, 3H) , 7. 3 5 (t, J = 7. 0Hz, 1 H) , 7. 
43 (s, 1H), 7. 54 (s, 1 H) . 8. 50 (d, J=5. 3Hz, 1 
H) 

@S#flfl£(FD-MS, m/z) :311 (M + ) 

6, h*->-4- (4-^ V*i/7a.;*i<) *J 'J > (3) 

4-?nD-6, 7-5» h + v'+y U> (1 03mg) <bmKS©4-y h 
+ ^x;-;l, (2 8 6mg) ZM&L 1 5 0^*6B#RaiK#l*: o SJfcjg^ 
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1 H-NMR (CDC 1 3 . 9 0MHz) :5 3. 85 (s, 3H), 4. 0 
5 (s, 3H), 4. 05 (s, 3H), 6. 41 (d, J = 5. 3Hz, 1 H) 
. 6. 97 (d, J=9. 5Hz, 2H). 7. 14 (d, J=9. 5Hz, 2 
H) . 7. 43 (s, 1H) . 7. 58 (s, 1 H) , 8. 4 6 (d, J = 5. 
3 Hz, 1H) 

fHftfttirW. (FAB -MS, m/z) :3 12 (M + +l) 
HWJ16 

6, l-'J/ Y*i/-A - (5-^y 'JJkfr**» *J u > (l 4) 
4-?od-6, 7-v> h + i/+y >J > (5 Omg) t rfflRS© 5 - t Kn 
>; > (5 Omg) £S£U 1 7 0W1 0ftffim&Lt: o KEM^t®} 

*LT»fcKiE*^**>/ftilxf-^ (1/1) T?SBaiftx MK*nn*;bA 
(5 0/1) TJ8BBt*iiJi'>';*yA,^n^|*^5 7^-lcJ:») 

1 H-NMR (CDC 1 3 , 9 0MHz) : 6 4. 0 6 (s, 3 H) , 4. 0 

7 (s. 3H), 6. 35 (d. J = 5. 3Hz, 1 H) , 7. 2-7. 5 (m. 

3H) , 7. 68 (s, 1H) , 7. 7-8. 4 (m, 3 H) , 8. 4 6 (d. 

J=5. 3Hz. 1H) , 8. 49 (dd, J = l. 76Hz, 4. 17Hz, 
1H) 
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MbWHt(FD-MS, m/z) :3 3 2 (M + ) 
H»J1 7 

6, 7-^^ty-4- (1 ^7'J> (9) 
4-?no-6. h + v/+y 'J> (9 7mg) ttfiffi&CD 1 - + 7 h 

(3 4 omg) £»£u 1 5 ov^smmmnttzo &ism&&*:mmi 

t^m&^V-y/mk^h (3/1) -CgWSU ^nD*W^y-;l/ 

(i o o/i) -esBS-rs^y *y^*^A^av -ic.k*3*itg!u 

Mlw^+if>/ftitxf-;u (1/1) TSBB-rs»B->U*^U^D^h^7 

4 - J; o xmmffiglt 5CiT, mm<D<k&V!}* 5 7 m g . JR$ 4 0 %-e'f#fco 
1 H-NMR (CDC 1 3 , 90 MHz) :<54. 05 (s. 3H). 4. 0 

5 (s, 3H) , 6. 32 (d, J=5. 3Hz. 1 H) , 7. 2-7. 6 (m, 
5H) , 7. 74 (s, 1H) , 7. 8-8. 0 (m, 3H) , 8. 35 (d, 
J=5. 3Hz, 1H) 

M^Wfflt (FD-MS, m/z) :33 1 (M + ) 

mmmi 8 

6, 7--^ h*->-4- (5—0 K'J JM-5--» *y u y (l 6) 
4-*no-6, T-y^ + WJvd. 0 g) £rfJIRS© 5 - k Ko 
*W>HK1. 19g) £*g£U 150°C4U. 5B3Hffl«ttLfc 0 R£ 
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1 H-NMR (CDC 1 3 , 90 MHz) :54. 05 (s, 3H), 4. 0 
7 (s, 3H). 6. 42 (d, J=5. 3Hz, 1H), 6. 5-6. 7 (m 
1H) , 6. 9-7. 6 (m, 5 H) , 7. 6 7 (s, 1 H) , 8. 44 (d, 
J=5. 3Hz, 1H) , 8. 55 (b r, 1 H) 
MfeWrH (FD-MS, m/z) :3 2 0 (M + ) 

mmmi 9 

6, 7-iS/ h^y-4 - (3 h^->7x-W) *7 U > (11 7) 
4-* on- 6. 7-vM h + ^>+yj> (5 0mg) tFfJHRtjn© 3 — y 
i"<>-V>f-*-A, (7 7mg) £g£U 1 8 0V$>3 0fMa«#Lfc o Mm 

1 H-NMR (CDC1 3 , 9 0MHz) : 6 3. 7 9 (s, 3H) , 4. 0 
1 (s, 3H), 4. 03 (s, 3H), 6. 84 (d, J = 4. 8Hz, 1 H) 
. 6. 9-7. 5 (m, 6H) , 8. 45 (d, J=5. 1Hz, 1 H) 
MMftftm (FD-MS, m/z) :32 7 (M + ) 

mmm2 o 

6, 7-v>V h^v/-4- (4-^ H^'>7x-W) u > (u R-) 
4-^od-6, h**>*y U > (5 Omg) <tmi5S<D4 -y 

v"<>-t?>**-;U (6 3mg) Zm&U 1 5 0 W 5 #R8J1I# L * 0 H«J 

8 Omg, JRSgl 0 0%T*#fc o 



PCT/JP96/03229 

1 H-NMR(CDC1 3 , 90 MHz) : d 3. 88 (s, 3H), 4. 0 
3 (s, 3H) , 4. 0 5 (s, 3H) , 6. 6 0 (d, J =4. 8 Hz. 1 H) 
, 7. 15 (d, J=8. 7Hz, 2H) , 7. 38 (s, 1 H) , 7. 39 
(s, 1H), 7. 52 (d. J=8. 8Hz, 2H) 8. 39 (d, J=5. 
1Hz, 1H) 
Ii^i(FD-MS, m/z) :32 7 (M + ) 

mmm2i mm 

mWLao^A-Zfti^y^y-Jl (17. 3g) £N, N-yyf^;l/A7i 
K (9 0ml) lc&ft?L*:&> *^T**<k^hy>^ (2. 64g) ^rte^o 
^STKT-Bfc$#&N ?no/WfJH-H (8. 3 5ml) *Jpi N 

«:18. 2 5g> iR*8 4 96T?»fco 

1 H-NMR (CDC I 9 0MHz) : 5 3. 4 6 (s. 3H) , 5. 1 
3 (s, 2H) , 6. 91 (d, J=9. 2Hz, 2 H) , 7. 38 (d, J = 
9. 2Hz. 2H) 

MbMfHt (FD-MS. m/z) : 2 1 6 (M + ) . 218(M + + 2) 

0S»0I2 2 (#%0J) 

4 - h U - n-rf-;l/f->- 1 -/ h^->^Wxy-^ 

1^4-^0^-1-^ h + ->/f;l/7i;-^ (15. 9 9 g) 
*H*fh7bKn77> (20ml) fc*»U 7JU3*>£B^TrlJI£n a n©v 
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/*i"7At&* (1. 9 7 g) ^JD^ ^\z.BOm®&MT by t KD7 7>i 

&®i)<Wl&\zmi tiRfir\ fh5tKn77> (10ml) li^f? L^irfJl^© 
m4kb*)-n-7?-)\,7sX (2 3. 9 9 g) < <h jfST L /; 0 m&#4l$ 

* n n * ji j±m*mtimm.-? > o ux~$m l MET^s^t * c £ 

t-«fc t» £M<Dft£!&£ 31. 39gsJ«100 KT»fc 0 

1 H-NMR (CDC1 3 . 90MHz) : 5 0. 80-1. 65 (m, 27 
H) , 3. 48 (s, 3H), 5. 17 (s, 2H), 6. 91-7. 42 (m, 
4H) 

mmfttirm (FD-MS, m/z) :4 2 8 (M + +l) 

H»J2 3 (#%fll) 
4-I:Kp^->7x-;1/ 4-h'J7Moy^7x-;l/ »h> 
^I0J2 2T~'&tz4- h 'J-n-^f-^^-l h + ->^ ^;U7 x y 
(1. 28 2 g) trfiiSffi©4- (h'j7;l/to^f;l/) K>W;t>*o y K 
(6 2 6mg) ^^ddWA (5ml) fcjgtfU mm&<D tfx (h'J7x- 
JU*X7>f » /n°^«7A (II) ^n'JK (8m g) £A*U 5W8&mLtz 0 

imm-?y*i't>u'e$mitzo mymm^^zu^titinm a. 028 

g) £x h5t Kd77> (2ml) tK (5ml) <h 6 N^KtK^ 

fS(12ml) £fln;lT4. 5B$M»«Lfco Rfc«£tt*ISfaatfl:+ h U -7 A 
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MS^tffii (FD-MS, m/z) :2 6 6 (M + ) 
(4- h 'j7^toy ?Jl7*.-Jl) {4- [(6, h4-^-4-4- 

yiw **v/] 7x-^> (2 9) 

4-? no- 6, 7-^ h*->*yU > (8 lmg) ilStt0J2 3Tf|fc4 
-tKo+<>7x-;l/ 4-h';7/Wn/f^7i^ ^ h > (2 8 8m g) 

*s&u 1 8 o°c*2 o#ia«#LfcSL K&m&®}£^*-v->/7-iz h > 

(2/1) ■eS§S-r-5^g->U*^U^nvh^77^--{c«tt)«iS!U 
9 8 m g x JR^ 6 0 %Tl§jt 0 
1 H-NMR (CDC 1 g, 5 0 0MHz) : <5 4. 0 3 (s, 3 H) , 4. 
06 (s. 3H) , 6. 68 (d, J=4. 9Hz, 1 H) , 7. 29 (d, J 
= 8. 5Hz, 2H), 7. 46 (s. 1 H) , 7. 47 (s, 1H), 7. 7 
8 (d, J=7. 9Hz. 2H), 7. 91 (d, J=7. 9Hz, 2H) , 
7. 94 (d, J=9. 2Hz, 2H) , 8. 59 (d, J=4. 9Hz, 1 H) 
®*##Ht (FD-MS, m/z) :45 3 (M + ) 

HSS0J2 5 (#%ffl) 

4-b Kp^^^ji— ;i/ 4 -y f-;i/7 x— ;b h > 
HWJ2 2T*mfr4 - b >)-n--/TJ\,?->-l-/ V * : s t * )V7 j. J - )\, 
(1. 28 2 g) <hmiSS0 4- F^^dU K (4 6 4mg) ^on* 
(5ml) {wjgjSL miS5ao^ (MJ7x-^X7>f» /<7^7A 
(II) *o«j K (8mg) &A*W 8^S«JL^o RlKfi^tt* HJiiW 2 3 i 
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Ifco iEmiiiUfcSI (9 6 7mg) *f h?tKn77> (0. 5 
ml) lci£#$tf N * (4 ml) t 6 Nttgfe*$tt (10ml) *Jp^T7I^W 

lmg, 1R$3 4%Tl#fco 
K*£0rE (FD-MS, m/z) :212 (M + ) 

H»J2 6 

U-[(6, 7-^^->-4-^'J^) 7x-;H (4-^ 

f-Jl/7 x-jlQ t?jy (30) 

4-?oo-6, 7-^n + ->+;'J>(8 9mg) iHJSW 2 5 Tlffc 4 
-bFn+->7x-A 4->f^7x-^ ^ h > (2 4 8mg) ^rjl^-L. 

180^*10 #p.gj£# l h«j 2 4 1 nm^mx-nm- * c £ k * *k 

£M©<b&$l£- 118mg, W7 4%THfc G 

1 H-NMR (CDC 1 3 . 5 0 0MHz) : 5 2. 45 (s, 3H) , 4. 
03 (s, 3H), 4. 06 (s, 3H). 6. 65 (d. J = 5. 5Hz, 1 
H) . 7. 27 (d, J=8. 6Hz. 2H) . 7. 30 (d, J=7. 9Hz, 
2H) , 7. 46 (s, 1H), 7. 49 (s, 1 H) , 7. 74 (d. J=7. 
9Hz, 2H), 7. 91 (d, J = 8. 5Hz, 2 H) , 8. 57 (d. J = 
4. 9Hz, 1H) 

(FD-MS, m/z) :3 9 9 (M + ) 

9mm 21 (##m) 

3-^pp7x-;b 4-bKp^->7x-;l/ frh> 
HJfe0>J2 2"elffe4- h U-n-7**/U*>-l h*->^;1.7x;-^ 
(1. 28 2 g) <hrf5K£S©3-^nD<>y^;l/^DiJ K (5 2 5mg) 
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OD*;UA (5ml) Kfeffil, WMaa<D\£X ( h 'J 7 i-WX7 -f » /«7 

^«7i* (II) ?niJK(8mg) £A*U 7^fe1il^LfCo 

i^lBBiLfco «ffTi*IIS*$ftfffcSSiS (1. 914g) ©ft. -35 (1. 5 
6 3g) £flfc*K f h7tKn77> (1ml) ic&HPS-tK 7k (7m 1) £6 
NttfflbK»« (1 7ml) &inx.X8Wi!MmLiZa fcfcm&to*$mM 2 3 t 
l^©;r&tf&SU «H©<b^»*3 1 3 m g. iR-^2 2%Tl#/c 0 
!S«#flT*fi (FD-MS, m/z) :232 (M + ) 

HWI2 8 

(3-^nD7x^) {4- [(6, 7-/7^^-4-^;^^^ 
->] 7 y *y > (3 1) 

4-?dd-6, 7-v>V h*v/+y U > (8 9mg) £$&m2 7 Tit/: 3 
-?dd7x^I 4-tKD + ->7x-i *r V > (2 7 9mg) £i!I£U 
1 8 0W2 0#R3i£#L*io ^«J2 4 tlnl^c^-e^SiJ^S C«htcJ:t)> 
mm®lt&V>}*: 6 7mg. iR^4 0%t?^ o 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 6 4. 0 5 (s, 3 H) , 4. 
01 (s, 3H), 6. 71 (d. J=5. 5Hz. 1 H) . 7. 31 (d. J 
= 8. 5Hz, 2H), 7. 51 (s, 1 H) , 7. 69 (s, 1 H) . 7. 9 
4 (d, J=8. 5Hz, 2H). 8. 12 (s. 1 H) . 7. 37-8. 03 
(m, 4H) 

m^tiVr®. (FD-MS, m/z) :419 (M + ) 
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$mm2 9 mm\) 

4 - t -zfj-)ly^—)l 4-nt->7x^;l/ >r V > 

rUBfoSO-hny ^> (5ml) 43. rf5JRS©7- V--rt/ (5 4 lmg) irfT 
BSS©4- t — )19 d 'J K (9 8 3m g) irUiSox^v^-) 

A(III) h 'J7;^ay^>xm- h (4 9 2mg) £fln;U 6 0ti:t2 
1 l$Rgj!J$ Lfco Rj£:il^^7K<h * o n*;UAT#ltfgU ? d o *;UAJi£jR 

>x-mmt z •> u # ^ a ^ o h r ? y * - k & ^ mm u ^so-rt^ 

£8 6 2mg. Ume4%X'^o 
SSfttfflii (FD-MS, m/z) :26 8 (M + ) 



fl!i£0J3O 

MSfe0J2 9Tf1§rt:4- t -7*^7i-;b 4 - J h *—Jl >r h > 
(8 6 2mg) £N, N-^^fWATi K (3 5ml) £&J$?U ^ h U 
■7A^y h*«>K (5 6 2mg) &Uq?L, 7;H/>1WHfllT3«H8H«Lfco 

7 9 4m g> JRJp9 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : d> 1. 36 (s, 9H), 
6. 92 (d, J = 8. 5Hz, 2H) . 7. 49 (d. J=8. 6Hz, 2 H) 
, 7. 72 (d, J = 7. 9Hz, 2 H) , 7. 79 (d, J=8. 5Hz, 2 
H) 

n&ftVrm (FD-MS, m/z) :2 5 4 (M + ) 
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(4- t -7f-;l/7^-;lQ {4- [(6, 7 - -?y b*i/~ 4 -*J 'J )V) 
**c : A 7x-i) y > (3 2) 

4-?do-6, 7-'^y h + v/+y U > (34 lmg) ££ifc0|3OT#fc 
4-t-W7x-;l/ 4-t Kd^>7xjijU (7 7 5rag) ^1 

£U 15 0W15^l«aH^Lfco ^*f">/T'feh>-eSBB1-*'>U*y;b 

1 H-NMR (CDC 1 3 . 500 MHz) : SI. 3 8 (s, 9H), 4. 
04 (s. 3H) , 4. 06 (s. 3 H) , 6. 65 (d, J = 5. 5Hz, 1 
H) , 7. 27 (d. J=8. 6Hz, 2H), 7. 45 (s, 1 H) , 7. 5 
0 (s, 1H), 7. 52 (d, J = 8. 5Hz, 2 H) , 7. 78 (d, J = 
8. 6Hz, 2H), 7. 94 (d, J=8. 6Hz, 2 H) , 8. 57 (d, 
J = 4. 9Hz, 1H) 

MM&tirHM. (FAB— MS, m/z) :442 (M + +l) 



H&0J3 2 G**ffl) 

mB5S.©-hoy^> (5 0ml) iK rfflRS©7-V-;U (3. 2 4 4g) 
£TfrlRS© 4-7 x -)K >7>f^n'JK (6. 5 0 0 g) t rfflRSO'f y f- 

;i/tr«>A (in ) h>j7;M-ny*>*;i/**-h (i. 86ig)£fln*.> 

6 OtJfiiT 2 4 B#P.3$# Lfz 0 RJSS^ft^Jjci ? n o *;UA-£#lj& N ?dd 
*^AB*^»v^->«>A7?|^L«ET^fi±Lrftfcg» (9. 8 
4 2g) (1. OOg) >/7-feh 'J y 
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1 H-NMR (CDC 1 g, 500 MHz) : 6 3. 90 (s, 3H), 6. 
98 (d, J =8. 5Hz, 2H), 7. 40 (t. J=7. 3Hz, 1 H) , 
7. 48 (t, J=7. 3Hz, 2H), 7. 65 (d, J=7. 3Hz, 2 H) 
. 7. 76 (d, J = 8. 6Hz, 2 H) , 7. 85 (d, J=8. 5Hz, 2 
H) , 7. 8 7 (d, J = 9. 2Hz, 2H) 

©S##fffi (FD-MS, m/z) :2 88 (M + ) 



^$£0J3 2Tifc4-t'7 i— A* 4-^ + ->7i-/b ^h>(2 6 7m 
g) ^N,.N-^f;^A7; K (20ml) lcj£*?U ^h'JOA^-y 

* 1 0 96 U >»**tt£B».xf-;UT?#ii Lx KKx^^fi* 0 . 5 N«g&®7k 

-TSCitCk^x &m<D4t&yi : £2 0 7mg. iR^8 2%^^o 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : <5 6. 9 1 (d, J =8. 5H 
z. 2H), 7. 43 (t. J = 7. 3Hz, 1 H) , 7. 52 (dd, J=7. 
3Hz, 7. 9Hz, 2H) . 7. 70 (d. J = 8. 5Hz. 2H), 7. 7 
5 (d, J=7. 9Hz. 2H) 7. 77 (d, J = 7. 9Hz. 2 H) , 7. 
8 3 (d f J = 7 . 9 Hz, 2H) 
Mfcttttt (FD-MS, m/z) : 2 7 4 (M + ) 
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{4- [(6, 7-^h^^-4-^'J^) t^fy] 7x-;H (4-h* 
7x-;U) / ? J > (3 3) 

4-?oo-6, h#->+y »J > (6 5mg) iHJ6^J3 3Ti#*:4 

-lf7x-^ 4-tKn+j/7x-;l >t Y > (7 9mg) £il£U 1 8 0 
^4*3 0#IHH*#Lfco Rl6ft6«l*?DD*^/ft»xf^ (l o/l) T 

jgai-r 5 ^® s/ y # yvi/ * n v h y 5 7 >f - iz x o mis! l . as® fc&tt* 5 0 

mg N iR^3 7%T#fc 0 

*H-NMR (CDC1 3 , 90MHz) :<54. 11 (s, 3 H) , 4. 1 
4 (s, 3H) , 6. 7 4 (d, J =5. 3Hz, 1 H) , 7. 3 0-8. 0 9 
(m. 15H), 8. 65 (d, J=5. 3Hz, 1 H) 
SS^WM (FAB-MS. m/z) :4 6 2 (M + ) 

4-^ht'>7x-;l/ 2-^7f-;l/ Vh> 

mHEcD a n©-hoy*> (lOml)^ ?fSIRS©7-7-;l/ (1. 0 8 1 g) 
<t miKiS® 2-* 7 bJJltv*) K (1. 9 0 6 g) imHfoSO-r yf^WA 
(III ) h l>7>>M-oy h (6 2 0mg) 6 0t:KT8 

^r-l^t 5 •> 'J 7 A ^ 07 7 7 ^ -KJ^HWHU ^H©{b^ 
&£8 1 7mg x l%T^o 

X H-NMR (CDC i 3 , 5 0 0MHz) : 6 3. 8 9 (s, 3H) . 6. 
98 (d, J = 9. 2Hz, 2H). 7. 53 (t, J = 8. 6Hz, 1 H) , 
7. 58 (t, J = 9. 2Hz. 1H). 7. 86-7. 93 (m, 6 H) , 8. 
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2 1 (s, 1H) 

(FD-MS, m/z) -.26 2 (M + ) 

Ii«SJ3 5T{|fc4-^ h + ->7x^;l/ 2-i-7*Jls ^h> (735mg) 
£N, N-^Vf-;U*;UATS K (20ml) izmML ^hU-7A^^ 
vK (4 9 1mg) ^SD^ T;l^>S?fflmT5l$5i1^aftLfco £JcSI£$r£fl 

»j 3 3 1 mmoyjmm ^ xmmt zztt&y)^ mm®it&®£ 5 9 5 m g , 
urns 6%n>mtz 0 

^ H — NMR (CDClg, 5 0 0MHz) : 5 6. 9 3 (d, J = 7. 6H 
z, 2H), 7. 61 (t, J=7. 0Hz, 1 H) , 7. 67 (t, J=7. 
3Hz, 1H), 7. 74 (d, J = 8. 5Hz, 2 H) . 7. 78-7. 80 

(m, 1H), 8. 02-8. 1 0 (m. 3H) , 8. 2 5 (s. 1 H) 

WMftVrfii. (FD-MS, m/z) :248 (M + ) 

HWJ3 7 

{4- [ (6, 7-v>V }.^»>-4-^y a-^>] 7x ^;u> (2-^- 
7^lQ tjrj > (3 4) 

4-^ao-6, 7-v^ h + i'+y U > (11 2mg) £HSS0J3 6t"ifc 
4-tKD+i/7i_;l/ 2—^-7^^ y h> (1 24mg) £&£U 1 8 

or* 3 oftrmn tti 0 &im^*m\\mim+ v v ^A^mmt ?uu 

tltzmm (2 2 7mg) (D-m (5 0mg) £1*^ ?an*;bA/ 
H&x^l/ (5/1) T*®3t5lly U 7 >f -la 
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U *H©ffc£fc£l lmg. iR^2 3%T'mzo 

1 H-NMR (CDC 1 3 . 90MHz) .64. 05 (s, 3H) , 4. 0 
7 (s, 3H) , 6. 70 (d, J=5. 3Hz, 1H), 7. 35 (s, 1H) 
, 7. 4 8-7. 9 0 (m, 5H) , 7. 9 6-8. 0 5 (m. 6 H) , 8. 2 
9 (s, 1H) , 8. 60 (d, J = 5. 3Hz, 1 H) 

©«##HI (FAB-MS, m/z) :4 3 6 (M + +l) 



l£feW3 8 (##0D 

4 Y*i/-7^-)l 2-=f-3L—)l >rb> 

ffjflRS©-ha>*> (10ml) mfigffiOT^-V-^ (1. 0 8 1 g) 
irfJflSS® 2 -f; -< o'J K (1. 4 6 6 g) <h rfi HSna © y t' 1 ^ A 
(III) MJ7^Dy^>xM4-h (6 2 0mg) *flniU 6 0tl;:T8 

*K £S0ffc£8j£ 9 6 5mg, 4%T'^fc 0 

* H-NMR (CDClg, 5 00MHz) : 5 3. 89 (s, 3H), 6. 
98 (d. J=8. 5Hz, 2H), 7. 16 (dd. J=3. 7Hz, 4. 9 
Hz. 1H), 7. 64 (d, J=3. 7Hz, 1 H) , 7. 68 (d. J = 4. 
9Hz, 1H). 7. 90 (d. J=8. 6Hz, 2 H) 

WM4tifr$L (FD-MS, m/z) :218 (M + ) 

4-bh , n^->7x-;l/ 2 -f-Ji_;U >rh> 

0U60J3 8Tifc4-> Hr^7x-A 2-^x-^ y h> (8 0 4mg) 
£N. N-i?/ ^;U*;UA7^ K (3 0ml) lcig*?U ^M^A?-:*^ 
*>K (6 4 5mg) £Jn;i> 7;U:*>gH&T5l$fiHBfcLfco RJ£31^«j*|| 
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■hvi»tu-?Yy?-7<(-'znmz>z.tK±t), mmoit^m^i 0 2mg > 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 8 6. 8 4 (brs, 1 H) , 
6. 93 (d, J=8. 5Hz, 2 H) . 7. 14 (dd, J=3. 7Hz, 4. 
9Hz, 1H), 7. 64 (d, J=3. 7Hz, 1 H) , 7. 68 (d, J = 
4. 9Hz, 1H), 7. 83 (d. J = 8. 5Hz. 2 H) 
nrnfitirm (FD-MS, m/z) :2 04 (M + ) 

{4-C(6, 7-^y h^->-4-4-7 U^) -7^-;l,} (2-7- 

■x_;tQ J ? j y (3 6) 

4-*oo-6, 1-*J* h + ^+y U > (1 1 2mg) <t HJS^J 3 9 H%fz 
4-fcKo + «>7x~;l/ 2-^x^;U ^rh>(102mg) 16 

o w 4 o &m>m l tz 0 Ki&m&tozmmm 2 At mmvxmvmi* s^i 

I- * t) > mmeit&tilt: 3 4 m g . JRs£ 1 7 K-Cfc fc c 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 5 4. 0 4 (s, 3 H) , 4. 
07 (s, 3H), 6. 65 (d, J=5. 5Hz, 1 H) , 7. 20 (dd, 
J=3. 7Hz, 4. 9Hz, 1 H) . 7. 29 (d, J=8. 5Hz, 2 H) , 
7. 47 (s, 1H), 7. 49 (s, 1 H) , 7. 70 (d, J=3. 1Hz, 
1H), 7. 75 (d, J=4. 9Hz, 1 H) , 8. 00 (d, J = 8. 6H 
z, 2H) , 8. 58 (d. J=5. 5Hz, 1 H) 
IIS##Hii (FAB -MS, m/z) :3 9 2 (M + +l) 
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mmm 4 1 

(4-^do'7xz;I/) {4- [(6, 7-->V h*>-4 -*JV)V) Jr* 
v/] 7x-;b} /■ £y > (3 7) 

4-^po-6, 7-2* h + ->+y 'J > (1 1 2mg) £ ffil&S© 4 - * d 
D7x-;l/ 4 - k Ko*i/7x— Jl/ <rh> (3 4 9mg) *fi^U 180 

•c*2 o»M««iLfco mtsm^^tfuu^j^/wm^^ (5/n -eg 

g> «*1 2%-e?ifco 

1 H-NMR (CDC 1 3 , 90 MHz) : <5 4. 03 (s, 3H), 4. 0 
7 (s, 3H). 6. 66 (d, J = 5. 3Hz, 1 H) , 7. 19-7. 34 
(m. 2H) , 7. 4 4-7. 56 (m, 4 H) , 7. 7 1~7. 9 9 (m, 4 
H) . 8. 5 8 (d. J =5. 3Hz, 1 H) 
mmfttitm (FD-MS. m/z) :419 (M + ) 



HIWJ4 2 

(4-7^Q7x-^) {4- [(6, 7-y/h^'>-4-^'J;b) t 

7x-;b} y^y > (3 8) 
4-^an-6, 7-vM b^>*y V > (1 1 2mg) tmRfi© 4 -7* 
tn7x-;i/ 4-t Kd+«>7*-;U *rV> (3 2 4mg) &»£U 17 

*-<t*9. aa©<b^tt*i i 4mg, w.m5i%r'&tz 0 

1 H-NMR(CDC1 3 , 500 MHz) : 6 4. 04 (s. 3H), 4. 

07 (s, 3H), 6. 65 (d. J=5. 5Hz, 1 H) , 7. 18 (d, J 

= 8. 5Hz, 1H), 7. 20 (d, J=8. 5Hz, 1 H) , 7. 27 (s. 

1H) , 7. 28 (s, 1H) , 7. 4 7 (d, J =8. 5Hz, 2H) , 7. 
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86 (d, J=8. 5Hz, 1H). 7. 88 (d. J = 8. 5Hz, 1H) , 
7. 90 (d, J = 8. 5Hz..2H), 8. 58 (d, J=4. 9Hz, 1 H) 

mmftmm cfd-ms, m /z) :4 0 3 cm + ) 

H»J4 3 

(4- [(6, 7-y7h^->-4-^;'J;b) ^->] 7 *-Jl) (7^_ 
)V) t * J y (3 9) 

4-?oo-6, 7-2/ h*5/+y«; > (9 lmg) irUigS© 4 - 1 Kd 
+ 'X>y7x;> (2 4 3mg) *fi&U 1 8 0t*3 0^P»Lfc o R 

j&R£4&*agfcfli 3 1 1 mm<D%&-emmtz z. t k «k >. n©^^i^ 3 8 

1 H-NMR (CDC 1 3 , 9 0MHz) : 5 4. 0 3 (s, 3H) , 4. 0 
5 (s, 3H) . 6. 66 (d. J=5. 3Hz, 1H), 7. 31-7. 99 
(m, 11H), 8. 57 (d, J = 5. 3Hz, 1 H) 
nmftftm CFD-MS, m/z) :3 8 5 (M + ) 

HJ6034 4 <&*SW) 
3, 5-vM b*i/ hJ\s*-> 
7th^h"J;l/ (200ml) Jirf3flSS©^->y -d, (5. 7 7 g) 
>Mf-;HffiSfc (8. 4 7ml) £«K*U*A (12. 3 g) £Jox.T> 
2 . 5 1^1819% L fc 0 RJS»£1&£#* ic * tf\ ? n n * A T#H8U ?dd 

^*1f>/#g?if-;b (5/1) -eggit5'>'J*>rM7A^D7 
-TfftH^Cchf;:^. £®©>fb£#f£5. 0 4 g. JR¥8 296T?»fc 0 
H — NMR (CDC 1 q . 5 0 0MHz) : 8 2. 3 0 (s. 3H) , 
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3. 76 (s, 6H), 6. 30 (s. 1 H) , 6. 37 (s. 2 H) 

2SJ6W4 5 (#%W 

tfcKxI^t Ko7?> (10ml) lcHJfe0)]4 4Tl#^3, 5-v?y h*-> 
h;Ux> (1. OOg) ZmmL m%%M%T-4 5V*t$m&(D2. 5M<D 
n-7*)W1-<yA-'\*V->®m (2. 9 0ml)^Mfcl 30#R3flt# 
Lfco MK, ffilfo£cD4-y h + 'X>>/>f^D'J K (1. 2 3g) =&f 
tKD77> (10ml) JcfcJBU -4 5^1^-3 < <0lJQ?Ltz o H^MSfi 

xf^ (5/i) Tsra-r5">u*w*7A^D-7hr5 7-f -T«f«-r*c 

£Ki<J:*K mmvlteMBtZ 8 4m g> 0 96T$fc o 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : <5 2. 4 0 (s, 3H) , 3. 
69(s, 6H), 3. 8 5 (s, 3H), 6. 43 (s, 2H), 6. 89 
(d, J=9. 2Hz, 2H), 7. 82 (d. J=9. 2Hz, 2H) 

HH0I4 6 (#%#!) 
2, Ka^^-4-y f;b7x^;b 4 - b Ko^'>7^-;l» frh 

(10ml) {c||WJ4 5-e^2. h + 

>f;b7x^ 4-^+->7x-^ >r V> (3 2 lmg) £jgJS¥U 
^rfJISS,© h U ^o^e*'7 > (34 9ml) £»$>-d < fJUD^fclftx Sfi+T?— ft 
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7< -Ti-mmtZZtt&lO^ gS©{fc&$l£8 7mg, iR^68%T-^3t 0 

1 H-NMR (CDC 1 3> 5 0 0MHz) :S2. 16 (s, 3H), 6. 
16 (s, 2H), 6. 79 (d, J=8. 6Hz, 2 H) , 7. 56 (d. J 
= 8. 5Hz, 2H) 

HJ&0J4 7 

(2, 6-i?bKD^y-4-^f;l/7x^l/) (4- [(6, 
v-4-4yj;u) a-^>] ^^i,} y^y> (4 2) 

4-?ao-6, 7-->V h^v+yj > (6 lmg) tH»J4 6T'^/:2, 
6-yhh'D+'>-4-^^7x^;L- 4 - t Kp + ->7 x^.;b 
(lOOmg) £v?xf-U>^'U n-;b^y fybx-f^ (0. 5ml) Cijgjfc 

1 7 ow2 oftmmwLtzo Kjm^*mo&m*mi- b >j ^ a*^ 

(1 0 0/1) T^1-5>"J*y^*5A^n^ h^77^ -tc 

* H — NMR (DMSO. 50 0MHz) : 
5 2. 18 (s. 3H) , 3. 9 0 (s. 3H) , 3. 9 5 (s, 3H) , 6. 
20 (s, 2H) 6. 68 (d, J=4. 9Hz, 1 H) , 

7. 32 (d, J = 9. 2Hz, 2H) , 7. 42 (s, 1 H) , 7. 43 (s, 
1H) , 7. 82 (d. J=8. 6Hz, 2H) , 

8. 54 (d, J = 5. 5Hz, 1 H) 
li^KFD-MS, m/z) :432 (M + +l) 
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(##0J) 

6, h*is-4- (4--hQ7xy4-» 

4-?no-6. 1 — b^r i/Jr J y )y ( 1 . 8 4 g) £m8£S©4--h 
o7xy-;K3. 4 2g) *fi^ 1 7 0^X5 O^PaTO^Lfco 

7A^Dvh^77^-(c«k«5m«!L^ %m<D<t&®}£4. 5 4g> JR^8 9% 

1 H-NMR (CDClg, 500 MHz) : 6 4. 01 (s. 3H), 
4. 06 (s, 3H), 6. 69 (d, J=4. 9Hz, 1 H) , 7. 27 (d, 
J=9. 1Hz, 2H), 7. 37 (s, 1H), 7. 47 (s, 1 H) , 8. 
32 (d, J=9. 1Hz. 2H), 8. 62 (d, J=4. 9Hz, 1 H) 

JUkSWm (FD-MS, m/z) : 3 2 6 (M + ) 



HJfe0J4 9 

6, 7-v?y h^->-4- (4-7;;7xy^-» *y 'j > 
6, 7-vM r*«>-4- (4--ho7x; + -» +yj > (1. OOg) 
*N. N-^Wwl/A7; K/WUxf"^ (30ml/15ml) CiBHU 
1 0%7K^b^'7^«7A-^ (69mg) Srflnx., JkJ^fflSlTSfiKiT 1 7 

fcsa**it»^ h u 7a«l/:o «BET?ssasEa*LH mmvit&yjt 1 9 9 

mgv iR$8 8%T^o 

1 H-NMR (CDgOD. 5 00MHz) : 54. 00 (s, 3H) , 
4. 00 (s, 3H) , 6. 47 (d, J=5. 5Hz, 1 H) , 6. 82 (d. 
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J = 8. 6Hz, 2H), 6. 96 (d, J=9. 2Hz, 2 H) , 7. 32 
(s, 1H), 7. 62 (s, 1H), 8. 36 (d, J=5. 5Hz, 1 H) 
ftt&#r{& (FD-MS, m/z) :2 9 6 (M + ) 

H»J5 0 

N- {4- [(6, 7 -'J/ h*S/-4-*y'J-;U) 7x-;|/) - 

3-eu^>^^^»$ K (6 1) 

6, 7-*V h*->-4- (4-75;7x;*J/)*;y>(57mg) «!: 
TfJflSa©-nf->i| (3 7mg) £N, N — f;l/^;l/A7 5 K (2ml) (c 
SflPlfcSU l-x^-^-3- (3* -vV^UTS y 7o t\>l.) 
K&gfett (7 9mg) £Jd*. % Sfi*cT5B#ra«#Lrt:o J*J6S£«J**£itil 

1 H-NMR (CDC 1 3 . 5 0 0MHz) : 54. 05 (s, 3H) , 4. 
06 (s, 3H) , 6. 49 (d. J=4. 9Hz. 1H), 7. 22 (d. J 
= 8. 6Hz, 2H), 7. 42 (s, 1 H) , 7. 47 (dd, J = 4. 9, 
7. 9Hz, 1H), 7. 56 (s, 1 H) , 7. 77 (d, J=9. 2Hz, 
1H), 8. 26 (d, J = 8. 5Hz. 2 H) , 8. 49 (d, J = 4. 9H 
z. 1H), 8. 79 (d. J=3. 7Hz, 1 H) . 9. 13 (s, 1 H) 

VM&tm (FD-MS, m/z) :40 1 (M + ) 
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mmms i 

N- {4- [ (6, 1- : J* h*->-4— fry 7i-Jl/} - 

(3. 4-->V hfr->7x~>H/) K (6 2) 

6. 7-v/- hfr->-4- (4-7;;7x;*y) fr/ 'J > (5 6mg) £ 
-$m&<D3, (6 0mg) £N, N - 'J/ ^;U*;UAT 

i K (2ml) KijgJBU (3' - v/- f^T ^ y -fa h°;b) 

S Kttftg (8 lmg) fcfloiU 2 B#HHfjs|s L fc c 

(i o/i) T-jg^-rsv/u^yv^^A^D-? h^77^-(c«kt3^u a 

IS<ZMI:&$l£7mg. iR^8%-e^ 0 

1 H-NMR (CDC 1 3> 5 0 0MHz) : 5 3. 8 7 (s, 3 H) , 3. 
87 (s, 3H), 4. 06 (s, 3H), 4. 07 (s, 3 H) , 6. 48 
(d. J = 5. 5Hz, 1H), 6. 63 (d, J=8. 5Hz, 2H), 7. 
18 (d, J = 9. 2Hz, 2H), 7. 34 (m, 2H), 7. 43 (s, 1 
H) . 7. 55 (s, 1H), 7. 57 (s. 1 H) , 7. 76 (d, J=8. 
6Hz, 2H) , 8. 48 (d, J=5. 5Hz, 1 H) 
M&ftVrM (FD-MS, ra/z) : 4 6 0 (M + ) 

N- {4- [ (6, 7- : J* hfr>-4-fry U-JU) :frfr->] -7^-;!/} - 
i/9w\*-*>tifr#*1}-i K (6 3) 

6, 7-S*y hfr->-4- (4-7W7x; + >»+; i J> (52mg) t 
rfi8£.£©S/?u^fr If (4 6mg) £N, N-SM f-JU*;l/A7 5 

K (2ml) l-xfr;U-3- (3' - : J/ *>\<T I J 7u £%) ij 
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Wmm (8 4mg) £jto;U MfiKT 2 2B&SHK# Lfc&. H»J 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 6 1. 3 0 (m. 2 H) , 1. 
5 6 (m, 2H) , 1. 7 3 (m, 2H) , 1. 8 5 (m, 2H) , 1.9 7 
(m, 2H) , 2. 2 6 (m, 1 H) , 4. 05 (s, 3 H) , 4. 0 5 (s. 
3H), 6. 43 (d. J=5. 5Hz. 1 H) , 7. 14 (d, J=8. 5H 
z. 2H), 7. 36 (s, 1H), 7. 42 (s, 1H). 7. 55 (s, 1 
H) , 7. 6 3 (d, J =8. 5 Hz. 2H) , 8. 4 7 (d, J = 5. 5 Hz, 
1H) 

(FD-MS, m/z) :40 6 (M + ) 

H»J5 3 

N- {4- [ (6, 7-v>V h*->-4-*7 U^l) 7^-;!/} - 

2-75>?!7Jl>^-9-$ K (6 4) 

6, h**>-4- (4-T^ / 7xy + » +7 U > (5 5mg) £ 

rfj|&i£©2-7-7>#;M?>i? (3 2mg) £N, N-y7f JlfcJlJ* T i K 
(2ml) fcjgflBU 1 -Jcf-;|/-3 - (3* - >?y f-^T 5 / "/o tfA-) 

mmtk (9 1mg) <£rJnx. N M&KT 2 2 NfM«» L ^ Idfetil5 
li^OSmcfcoTmiSlL. »ft^3 5mg, JR^4 8%T'^ 0 

X H-NMR (CDC 1 3 , 5 00MHz) : 5 4. 0 4 (s, 3H) , 
4. 05 (s, 3H), 6. 49 (d, J = 4. 9Hz, 1 H) , 6. 57 (d 
d. J = l. 8. 8. 7Hz, 1H), 7. 20 (d, J=8. 6Hz, 2H), 
7. 2 8 (d, J =7. 9 Hz, 1H) , 7. 4 2 (s, 1 H) , 7. 5 1 (s, 
1H), 7. 56 (s, 1H), 7. 77 (d, J = 9. 2Hz, 2H) , 8. 
35 (s, 1H), 8. 49 (d, J=5. 5Hz, 1 H) 
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m&Mfrm (FD-MS, m/z) : 3 9 0 (M + ) 

N- {4- [ (6, 1 -V/ Y*i/-A-*J U~;tQ 7x_;U) - 

3-f^7x^Wf ; K (65) 

6, 7-^ h**>-4- (4-7;;7x^-» +y U > (5 4mg) t 
WRSifD3-f-7t7 ^>ij^>Wt (44mg) £N, N - i>7 f ;l/t^A7 ; 
K (2ml) izfemU l-*f\rt/-3- (3' - if/ *t\>7 X J zfa t°JU) # 
S KJgmg (8 2mg) S&:t3 1 B#R8aE# L fcSU H»J 

5 1 iHSoSm-ioTffiKU ^®0fc&$f£4 1 m g s »K^5 5%T'|/: 0 

1 H-NMR (CDC 1 3 , 500 MHz) : 6 4. 02 (s, 3H), 4. 

04 (s, 3H), 6. 46 (d, J=5. 5Hz, 1 H) , 7. 17 (d, J 
= 8. 6 Hz, 2H) . 7. 3 8 (m, 1 H) , 7. 5 5 (d. J = 1. 2 Hz, 
1H) , 7. 5 6 (s, 1H) , 7. 7 3 (d, J =8. 6 Hz, 2 H) , 8. 

05 (dd, J = l. 2, 3. 1Hz, 1 H) , 8. 37 (s, 1 H) , 8. 4 
7 (d, J=5. 5Hz, 1H) 

9M$tfm (FD-MS, m/z) :4 06 (M + ) 

ISJ60II5 5 

N- {4- [ (6, 1-V/ Y*i/-A-*J 'J-;b) 7x^;H - 

(4--hD7x^l>) K (66) 

6, 7- : J/ h*i/-4- (4-7;y7x;+'» +;>J> (1 1 Omg) 
<hmiSS.0 4-^hD^llSi? (lOOmg) £N, N-y7m;l/A7; K 
(4ml) \zmmU l-i^^-3- (3* -^W;;7'ne*) 
**>^ ^ Kgifeg (1 7 6mg) £JQ;L. SSl'T2 2 B#RgiK# L *:& N HJfi^J 
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1 H-NMR (DMSO-dg. 5 0 0MHz) : 53. 94 (s, 3 H) , 
3. 9 5 (s, 3H) , 6. 4 9 (d, J = 5. 5 Hz, 1 H) . 7. 2 9 (d. 
J =9. 2Hz, 2H) , 7. 3 9 (s, 1 H) , 7. 5 2 (s, 1 H) , 7. 
93 (d, J=9. 2Hz, 2H). 8. 21 (d, J = 8. 6Hz, 2 H) , 
8. 39 (d, J=9. 2Hz. 2H), 8. 48 (d, J = 5. 5Hz, 1 H) 
. 10. 7 (s, 1 H) 
®S##Ht (FD-MS. m/z) :44 5 (M + ) 

Wfcffl 5 6 

N- {4- [ (6. h*i>-4-*y U-;tQ 7z-;H - 

(N, N-yyf;|,7^7x^) a;M?4-»$ K (6 7) 

6, h^i/-4- (4-7U7x; + >» +y;> (51mg) £ 

rfiigS.04-v;^f-;l/7^ (44mg) £N, N-S>y*;U*;UA7 

5K(2ml) lcj£#U 1 -x*-;U- 3 - (3' -V **frT I JTuVfr-) 

ajwvh mwm (8 3mg) m&izxi emnimLti&s mm 

1 H-NMR (CDC 1 3 , 5 0 0MHz) . 53. 06 (s, 6H) , 
4. 05 (s, 3H), 4. 06 (s, 3 H) , 6. 48 (d. J=4. 9Hz, 

1H), 6. 71 (d, J = 8. 6Hz, 2H), 7. 17 (d. J = 8. 5H 

z. 2H), 7. 44 (s, 1H). 7. 57 (s. 1 H) , 7. 74 (d, J 

= 8. 5Hz, 2H). 7. 81 (d. J=9. 2Hz. 2H), 7. 94 (s, 
1H) , 8. 4 9 (d, J = 5. 5Hz, 1 H) 

MftfttfHi (FD-MS, m/z) :4 4 3 (M + ) 



WO 97/1 7329 PCT/JP96/03229 

76 

N- {4- [(6, 7->M h*i/-4-*J V-M 7x_;H - 

(4-T-t*Jl7 ft frtfl-V- i K (6 8) 

6, l-'J/ h*i/-4- (4-7;y7x; + '»+yj> (54mg) £ 
miSD D n©4-7-t?^;l/£m§ie (4 6mg) £N. N-^W-;l/A7; K 
(2ml) KjgjfcU l-xf-;u-3- (3' -v?y WSy^ntT^) 
iKSH'S Kttlfeti (8 7mg) £fln;L> MfcT2 2B#«H^Lfc8U H»J 
5 0i(5|^©^{c«fcoTf|$!Jtx 4 3m iR*5 3%T?»fco 

1 H-NMR (DMSO-dg, 500 MHz) : 5 2. 66 (s, 3 H) , 
3. 94 (s, 3H) , 3. 95 (s, 3H), 6. 48 (d. J=4. 9Hz, 
1H), 7. 28 (d, J = 9. 2Hz, 2 H) , 7. 39 (s, 1 H) , 7. 
52 (s, 1H), 7. 94 (d. J=9. 2Hz. 2H), 8. 10 (m, 4 
H) , 8. 48 (d, J=5. 5Hz, 1 H) , 10. 6 (s, 1 H) 

nmfttitm (FD-MS, m/z) :442 (M + ) 

N- {4- [ (6, l-'J* Y*'s-A-*J *)-Ad 7 *.-M - 

(4-7***7 *-Jl<) Jj)l#*"*i K (6 9) 

6. 7-v?^*>>-4- (4-7iy7x; + i/)+y'i> (5 4mg) t 
miSS,CD4-yf-^m§K (54mg) £N. N - >>V f-;U*;UAT 5 K (2 
ml) lcjgft?U 1 -xf-;U-3- (3* - ^ f-;U7 i J 7*a t'Jl) *Jl,tfi? 
<< I mmm (8 5mg) £JJD>U MKT2 2B$W*#LfcSU &ffi0!l5 1 1 
ra«Otlf^lw«k o TMSi U &m<D4t&®£ 6 5 m g x 7 8 %T?ifeo 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 6 0. 9 5 (t, J = 7. 3H 
z, 3H) , 1. 3 8 (m, 2H) , 1. 6 4 (m, 2H) . 2. 6 9 (t, J 
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= 8. 0Hz, 2H), 4. 05 (s, 3H), 4. 06 (s, 3 H) , 6. 4 
8 (d, J =5. 5 Hz, 1H), 7. 19 (d. J =9. 2 Hz. 2 H) , 7. 
30 (d, J=8. 6Hz, 2H). 7. 42 (s, 1 H) , 7. 57 (s, 1 
H) , 7. 75 (d, J=8. 6Hz, 2H), 7. 82 (d, J=8. 6Hz, 
2H) , 8. 0 3 (s, 1H) , 8. 4 9 (d. J =5. 5 Hz, 1 H) 
MfeMfrft (FD-MS, m/z) :45 6 (M + ) 

N- {4- [(6, 7 -V* b*is-4-*J *)-Jl) - 
(4-7;y7x-jb) K (7 0) 

{4- [(6, 7-^^y-4-+>"J^)^-/] 7i_;l/} (4- 
-^^i-A) /Ml/tf*-** K (lOOmg) £N, N-^/f^M7; 
K/ft»ifA (9ml /5ml) ic^PU 1 096'*? (6 9m 

g) Srtra*.. 7k^gfflsrra&icT2 2i^ra^L^o sjEtt*-b^>r h£M^ 

*85mg, iK^9 l%T*§fc 0 

1 H-NMR (DMSO-dg. 5 0 0MHz) : <53. 94 (s, 3H) . 
3. 95 (s, 3H), 5. 75 (brs, 2H) , 6. 46 (d. J = 4. 9 
Hz, 1H), 6. 61 (d, J=8. 6Hz, 2H), 7. 22 (d, J = 9. 
2 Hz, 2H) , 7. 39 (s, 1 H) , 7. 5 2 (s, 1 H) , 7. 7 3 (d, 
J=8. 5Hz, 2H), 7. 8 9 (d, J=9. 2Hz, 2 H) , 8. 46 
(d, J=5. 5Hz, 1H) , 9. 90 (s, 1 H) 

®»##HI (FD-MS, m/z) :415 (M + ) 
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H»J6 0 

N- {4- [ (6, l- f Jt 'J-^) 7 - 

4-b°'J K (7 1) 

6, 7-^h*'>-4- (4-7 5 > (5 3mg) t 

rPBRSGW V-3f->K (4 5mg) £N, N--/7f Jlt^Uj; K (2ml) 
fc*JSU l-xfju-3- (3* -y^Wi^De;!/) rt;b#5M$K 
(9 8mg) £fln*.> £flCT6 2B$p H , Mj|# L*:&, fllfcffl5 1 <h|etti© 
HfttJ:oT«»U iSO^«2 2mg, iK^3 1 %T^ 0 

X H-NMR (DMSO-dg, 500 MHz) : 5 3. 94 (s, 3 H) , 
3. 96 (s, 3H) , 6. 48 (d. J=5. 5Hz. 1 H) , 7. 29 (d, 
J=9. 2Hz, 2H) . 7. 39 (s. 1 H) , 7. 52 (s, 1 H) , 7. 
88 (d, J = 4. 3Hz, 2H), 7. 92 (d, J=8. 5Hz, 2 H) , 
8. 48 (d. J=4. 9Hz, 1 H) , 8. 80 (d, J = 4. 3Hz, 2 H) 
. 10. 6 (s, 1H) 

mmftVim (fd-ms, m/z) :4oi cm + ) 



£«I6 1 

N- {4- [(6, h*i/-4— U-^) 7x_;b} - 

2-ft7x>^Wt; K (7 2) 

6. 7-^y h + ^>-4- (4-7i/7i;*-» +y V y (5 0mg) t 
Wk°a(02~i-ty *>*;UsK>K (4 6mg) £N, N-v>7fWA7i 
K (2ml) {cj$ft¥U l-x*\»U-3- (3' - f-^7 ^ y 7a t 8 ;l/) # 
;l^-f $ Kttflfett (9 9m g) *fln;U SfilwT6 2l*BB«»Lfcft x 

5 1 tmmomm^^rmmu «a©Yb^»*3 7mg> jr*5 49*-c»fc, 

X H-NMR (CDC 1 o. 5 0 0MHz) : 5 4. 0 2 (s, 3 H) , 
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4. 04 (s, 3H), 6. 46 (d, J = 5. 5H2, 1 H) , 7. 11 (m, 
1H) , 7. 1 7 (d, J =8. 6 Hz, 2 H) , 7. 4 0 (s, 1 H) , 
7. 55 (m. 1H), 7. 56 (s, 1 H) , 7. 73 (d, J = 8. 5Hz, 
2H) , 7. 7 3 (m, 1 H) , 8. 3 8 (s. 1 H) , 8. 4 8 (d, J = 
4. 9Hz, 1H) 
K*##rffi (FD-MS, m/z) :4 0 6 (M + ) 

N- {4- [ (6, 7-*JM h*->-4-*y U-;U) -7x-M - 

4-l:'7x-;^;um; K (7 3) 

6, 7->M h + v/-4- (4-7^7x; + ^) +;>J> (52mg) £ 
h Ux^jUTS >/^byf"U> (3ml /2ml) KBWU ffiJRSoe?* 
-^;l/sK>»^ o U K (8 Omg) *JnA N MKT 2 5B*NHW¥Lfc 0 Sfi> 

ft^9mg, Rfl 0%T*|rt:o 

X H-NMR (DMSO-dg, 500MHz) :<S3. 95 (s, 3 H) , 
3. 95 (s, 3H), 6. 48 (d, J = 5. 5Hz, 1 H) , 7. 28 (d, 
J = 9. 2Hz, 2H), 7. 40 (s, 1 H) , 7. 43 (t, J = 7. 3H 
z. 1H). 7. 50-7. 53 (m, 3H), 7. 77 (d, J=7. 3Hz, 
2H) , 7. 8 5 (d. J = 8. 6 Hz, 2H) , 7. 9 6 (m, 2H) , 
8. 08 (d, J = 8. 5Hz, 2H), 8. 48 (d, J=4. 9Hz, 1 H) 
. 1 0. 4 (s, 1 H) 
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W&ftVrm (FD-MS. m/z) :47 6 (M + ) 

N- {4- [ (6, 7-vM h*->-4-*7 'J -JO 7x-i) - 

(4-7h*->7x.=JtO K (7 4) 

6, 7-^y h + ->-4- (4-7i;7iy + '» +y'J> (5 2mg) £ 
h ij i^;l,7 S y/mt* f - U > (3ml/2ml) £SS Lx HjRS© 4-7" 
h**>3cJ&S»^p'J K (0. 0 7ml) £jj[];U SfilwT3 0«FHH*»Lfc«x 
6 2 <h |5|til©!£ff Id «k o rffitH U mm<Dfc&®Z 3 4 m g N 4 1 % 

1 H-NMR (CDC 1 3 , 5 00MHz) :60. 9 9 (t, J=7. 3H 
z, 3H) , 1. 5 2 (m, 2H), 1. 8 0 (m, 2 H) , 4. 0 3 (m, 2 
H) . 4. 04 (s, 3H), 4. 05 (s, 3 H) . 6. 47 (d, J=4. 
9Hz, 1H), 6. 95 (d, J = 9. 2Hz, 2H), 7. 18 (d, J = 
9. 2 Hz, 2H) , 7. 46 (s, 1 H) , 7. 5 7 (s, 1H), 7. 7 4 

(d, J=9. 2Hz, 2H) , 7. 86 (d. J=9. 2Hz. 2 H) , 8. 
10 (s, 1H), 8. 49 (d, J=4. 9Hz, 1 H) 

Kfi##rH (FD-MS, m/z) :472 (M + ) 

0S&0J6 4 

N- {4- [ (6, h*->-4-*y 'J-JlQ 7x~;U} - 

(4-^o^7x^) a;U*'*-fr^ K (7 5) 

6. 7-^h + '>-4- (4-7 i;7x;^» *y"J > (5 2mg) i 
rUKn a D ©4-^a*$mSK (7 8mg) *N. N-^^W^A?* F (2 
ml) fci§fl?U l-xf-;U-3- (3* - >^ 1-)I7 i J t°JU) ijjltfi? 
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f S K&ifcg (102mg) ZljQA.. SfflfcTl 7B£Rfl*#Lfc& N 1 

1 H-NMR (CDC 1 g, 5 0 0MHz) : 5 4. 0 7 (s, 3 H) , 4. 
07 (s, 3H), 6. 53 (d. J=5. 5Hz, 1 H) , 7. 22 (d, J 
= 9. 2 Hz, 2H) , 7. 3 7 (s, 1 H) . 7. 5 0 (s, 1 H) , 7. 6 
2 (s, 1H). 7. 65 (d, J=8. 6Hz. 2 H) , 7. 84 (d, J = 
8. 6Hz, 2H), 7. 86 (d, J=8. 6Hz, 2 H) , 8. 41 (d, 
J = 5. 5Hz, 1H) 
®ft##Hit (FD-MS, m/z) :47 8 (M + ) . 4 8 0 (M + + 2) 

N- {4- [(6, 7->>y h4-->-4-*>"J-;lO 7^_>H,} - 

h^->^;^'^7x-^) K (7 6) 

6, h + £/-4- (4-7?;7 i ; + >') ^y'jy (1 0 Omg) 

irU&S©^ -><^;UxU7*;m (1 30mg) £N, N- >>/ ^Jl^JlAT 
$ K (4ml) fc&IPU l-x^;u-3- (3* - V t ^AsT I J -fa h'Jl) 
XJltfifJ * mWtm (2 2 7mg) £Jjd;U MSKT1 8«$mm&Lt:'&, g 
J60J5 1 i:lRltttO«ftlcJ;oT«HKU 3tS©ft£$l£9 9mg. JRs$6 

*fco 

1 H-NMR (CDC 1 3 . 5 0 0MHz) : 5 3. 9 8 (s, 3 H) , 4. 
06 (s, 3H), 4. 06 (s, 3H), 6. 49 (d. J = 4. 9Hz, 1 
H) . 7. 2 2 (d, J = 9. 2Hz, 2H) , 7. 4 3 (s, 1 H) , 
7. 56 (s, 1H), 7. 76 (d, J = 9. 2Hz, 2 H) , 7. 97 (d, 
J = 8. 6Hz, 2H), 8. 18 (d, J =8. 6Hz. 2H). 8. 49 
(d, J=5. 5Hz, 1H) 
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M£*rfl (FD-MS, m/z) :4 5 8 (M + ) 

n»j6 6 

N- {4- [(6, 7- ! J* Y*'s-4-*J 'J-^U) 7x^^) - 

2-fc' , 'J v>a;U*>-fr$ K (7 7) 

6, 7-yy h*->-4- (4-7^7x;*» +yj > (5 Omg) i 
rUBSooOfn'J (4 2mg) N-i?yfW;^7; K (2ml) K 

7&a?U l-^f-;l/-3- (3* -^^f-;U7 5 /-fu t";U). l 
S^(123mg) fcflD*.. M&ICT 1 9l$ri5«#LfcSU H»]5 1 £E«© 
JiftK £ -> T*fSS! L 3BH©<k^ft* 3 8 m g . JRsp 5 6 %T^ 0 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 5 4. 0 6 (s, 3 H) , 4. 
06 (s, 3H), 6. 49 (d. J=5. 5Hz, 1 H) , 7. 23 (d, J 
= 8. 6Hz, 2H), 7. 43 (s, 1 H) , 7. 5 1 (m, 1.H), 7. 5 
8 (s, 1H) , 7. 8 9 (d, J =9. 2 Hz, 2 H) , 7. 9 4 (m, 1 H) 
. 8. 33 (d, J = 8. 0Hz, 1 H) . 8. 50 (d, J=5. 5Hz, 1 
H) . 8. 64 (dd, J = l. 8, 4. 9Hz, 1 H) 
S*##HI (FD-MS, m/z) :401 (M + ) 

H*fe0!l6 7 

N- {4- [ (6, 7- : J* h*v-4-*y 7x-;H - 

(4-bKn^->^^-;b7x-;l/) ft;M?4-»* K (7 8) 
{4- [ (6. 7-'J/ 4 -*y U-Jl/) 7x_;l/} - (4 

h+->*^-^7x-;l/) K^-y^y-^ (3ml) 

U 3 3%*&{b*U*i**fcfc (1. 5ml) *Hn^ SfiTf2l*BBtt»Ly!:o 
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^©rt:£«r3 4mg. ©4 5».o 

1 H-NMR (DMSO-dg, 5 0 0MHz) : 5 3. 9 3 (s, 3 H) , 
3. 94 (s, 3H), 6. 47 (d, J = 5. 5Hz, 1H), 7. 28 (d, 
J-9. 2Hz, 2H), 7. 39 (s, 1 H) , 7. 51 (s, 1 H) , 7. 
92 (d. J=9. 2Hz, 2H), 8. 07 (m, 4 H) , 8. 47 (d, J 
= 5. 5Hz, 1H) . 10. 5 (s, 1H) 
MM&Vrfe (FD-MS, m/z) :444 (M + ) 

N- {4- [ (6, 7-?y h^>-4-*7 - 
i/9n^y 9 y i K (7 9) 

6, h 4^ > — 4 — (4-7^7x; + y) +yj> (5 3mg) t 

r&ES© 2/ * a * (6 6mg) *N. N- ^ *;l,*;UAT S 
K (2ml) CSHIU 1 -xf-;l,-3 - (3* - i?/ *)17 I J fu t°;l/) * 

^ vmmm (i 1 omg) zmx-s m&kti immmwtfz^ mm 
Ms i tmmvmftK&^Tmmu »f^3 5m g , 45^5 o%-^j# 

1 H-NMR (CDC 1 3 , 5 00MHz) .6 1. 6 4 (m, 2 H) , 
1. 8 1 (m, 2H), 1. 9 1 (m, 4H) , 2. 7 5 (m, 1 H) , 
4. 0.4 (s, 3H), 4. 04 (s. 3H) , 6. 44 (d. J=4. 9Hz, 
1H), 7. 13 (d, J=9. 2Hz, 2H), 7. 45 (s, 1 H) . 7. 
55 (m, 1H). 7. 65 (d, J = 8. 6Hz, 2H). 8. 47 (d, J 
= 5. 5Hz, 1H) , 
nmfttirm (FD-MS. m/z) : 39 2 (M + ) 
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N — {4- [(6, 7- ; J/ h^v-4-^y'J-^) - 
7^7>*>a;MHr-frS K (8 1) 

6, 7-^ h + '>-4- (4-7W7xy + -» +;>J> (5 1rag) £ 
'fflfc&iVT y ? yi] btfym (1 1 Omg) £N, N-yyf;WA7; 
K (2ml) fc*#U (3' Wi/ynh°;l/) // 

;l/#?>T 5 Kttlfe& (1 0 7mg) £Jn*.. 5B#B8«#Lfc8U Ute 

0J5 1 iBttOHftfcioTffliU *HOft^»* 1 3mg N JRspl 7%T*f 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 6 1. 8 2 (m. 6 H) , 
2. 0 0 (m, 6H) , 2. 1 3 (m, 3H) , 4. 0 5 (s, 3 H) . 
4. 05 (s, 3H), 6. 44 (d, J = 4. 9Hz, 1 H) , 7. 15 (d, 
J = 9. 2Hz, 2H), 7. 42 (s, 1H), 7. 55 (m, 1H), 7. 
64 (d, J=9. 2Hz, 2H), 8. 46 (d. J = 4. 9Hz, 1 H) , 

K«»«fil (FD-MS, m/z) :458 (M + ) 

N — {4- [ (6, 7-3M h4->-4-»;'J-;l/) 7 *-Jl) - 

(4-7-bh»'>7>-jl/) K (8 0) 

6, 7->^ h + v-4- (4-7;;7i; + y) *>"J > (1 1 Omg) 
irWRa©4-T-fe h + i/gScSSK (2 0 7mg) £N, N—'JJ f-Jl>frJl2*T 
i K (6ml) fciSHU 1 -xf;b-3- (3* -•^W;;7'ne;l/) 
fc;M?S?-r i KgOfeg (2 2 3mg) £fln£x SfiKT7«HaiaH* L^» x Hjg 

W5 1 tmrnvtikftizz-oTrnmL m.m(D<t&®zi2 3m g . ^7 2%t- 
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1 H-NMR (CDCl 3 , 500 MHz) .6 2. 3 5 (s, 3H), 4. 
06 (s, 3H), 4. 06 (s, 3H), 6. 49 (d, J=4. 9Hz, 1 
H) , 7. 21 (d, J=9. 2Hz, 2H), 7. 25 (d, J=9. 1Hz, 
2H), 7. 43 (s, 1H), 7. 56 (s, 1 H) , 7. 73 (d, J=9. 
2 Hz. 2H) , 7. 8 7 (s, 1 H) . 7. 9 3 (d, J =8. 6 Hz. 2 H) 
, 8. 5 0 (d. J =5. 5Hz, 1 H) , 
M##fil (FD-MS, m/z) :4 58 (M + ) 

HSfe^7 1 

N- {4- [ (6. h*v-4-*7 U-;U) - 

2- (6-TH? F^yf7f;l/) &;lnK*1M K (8 2) 

6. 7-?* h*->-4- (4-7;;7x; + y) (5 lmg) £ 

TfflR£©6-7-fe h + ->-2-^-7 hxi (1 2 lmg) £N, N-yyf^ 
K (2ml) izmmU 1 (3* - V t *)\>T IJ 7u 

t°;l/) fc/MMM $ K£&ig (1 2 4mg) fcflnx., gzglcTl 3B#P B H£#L*: 
^«J5 1 i^©iSmc«k^TJlS5!U »^^6 6m g> JR§£7 

X H-NMR (DMSO-dg, 500MHz) : 52. 38 (s, 3H) , 
4. 03 (s. 3H). 4. 05 (s, 3H) . 6. 49 (d, J = 5. 5Hz. 
1H), 7. 20 (d. J = 9. 2Hz, 2H), 7. 30 (dd. 3 = 2. 4, 
9. 2 Hz, 1H). 7. 42 (s. 1H), 7. 5 7 (m, 1 H) . 7. 6 1 
(d. J=l. 8Hz. 1H), 7. 81 (d, J=9. 2Hz, 2H), 7. 
8 6 (d, J = 8. 6 Hz, 1H) . 7. 8 9 (d. J = 9. 2 Hz, 1 H) , 
7. 94 (d, J-8. 6'Hz. 1H). 8. 38 (s, 1H), 8. 49 (d, 
J = 4. 9Hz, 1H) 
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Mtfttftt (FD-MS, m/z) :5 08 (M ) 
H»J7 2 

N- {4- [(6, 7-^ht->-4-^ l J-^) ^x-;U} - 

(4-bFa4->7x-;l/) K (8 3) 

N— {4- [ (6, 1- : J* Y* : s-A-*J 'J -AO 7i-;H - 

(4-7* h*i/7x-;l0 K (1 0 3m g) £t ?J-)\, (4m 

1) KimU 3 5%ikWt1jV*J**%HL (2ml) £flO;L, SfiT?5^KI!t 
#L/c 0 RlCSS#<ft*Pllxf-;l//7KT^ii!iL^ PRi^l/B&ISftftifcKTifc 

£x-f A'TifefrU &m®it&®£l 7mg, «R*8 2%Tl#fc 0 

X H-NMR (DMSO-dg, 5 0 0MHz) : (5 3. 9 4 (s, 3 H) , 
3. 95 (s, 3H). 6. 46 (d. J=4. 9Hz. 1H), 6. 87 (d, 
J =8. 5Hz, 2H), 7. 24 (d, J =9. 2Hz, 2H), 7. 39 

(s, 1H), 7. 52 (s, 1H), 7. 87 (d. J=8. 6Hz, 2H) . 
7. 90 (d, J=9. 2Hz, 2 H) . 8. 47 (d, J = 5. 5Hz, 1 H) 
, 1 0. 1 (s. 1H) 

lCB#$Ht (FD-MS, m/z) :4 17 (M + +l) 

N- {4- [ (6. 1- : J* V^r^-A-*; U -=JlQ 7 - 

2- (6-fcKo^'>^7f^) S K (8 4) 

N- {4- C (6, 7-vM b*i/-4-*S U-^) 7x-M - 

2- (6-7-fe *;M***5 K (4 7mg) (4 

ml) fcfcjffU 3 59<*IWb*ytfi»**tt (2ml) *io;U SST5I^KI 
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©8 6%T^o 

* H-NMR (DMSO-dg, 5 0 0MHz) : 53. 95 (s, 3 H) , 
3. 95 (s, 3H), 6. 49 (d, J=4. 9Hz, 1 H) , 7. 18 (m. 
1H) , 7. 20 (s, 1H) , 7. 2 7 (d. J = 8. 6 Hz, 2H) , 
7. 39 (s, 1H), 7. 53 (s, 1 H) , 7. 80 (d, J=8. 5 Hz, 
1H) , 7. 92-7. 98 (m, 4 H) , 8. 4 7-8. 4 8 (m, 2 H) , 
10. 0 (b r s, 1H) . 10. 4 (s, 1 H) 
HMft$T$i (FD-MS, m/z) :4 6 7 (M + +l) 

HWJ7 4 

N- (4-> V*is7x.-)l) -N' - (4- [ (6, 7-v^y K4-V/-4- 
4V U •=■;!/) 7 *-)l>} frU7 (4 3) 

6, 7-v?> h + ->-4- (4-7U7i; + -» t;'J> (5 3mg) £ 
bJlJL> (3ml) ICJD^^L^ 4-y h + ->7x^Ky>>7^- h 
(0. 2ml)«-Jo^ SOftfflmmmffiliZo Vr&l-C&t:1&&$:imu h 
hx- >T°ft:frt £ C <h E «fc t) $S®<f 5 4 m g „ iR^ 6 8 %T&fc 0 

* H-NMR (DMSO-dg, 5 0 0MHz) .83. 72 (s, 3H), 
3. 94 (s, 3H), 3. 95 (s, 3H) , 6. 44 (d. J=4. 9Hz, 
1H), 6. 87 (d, J = 8. 5Hz, 2H), 7. 19 (d, J=9. 2H 
2, 2H) , 7. 3 7 (d, J =8. 5 Hz, 2H) , 7. 3 8 (s, 1 H) , 
7. 5 2 (s, 1H) , 7. 5 8 (d, J = 8. 5 Hz, 2H) , 8. 4 6 (d, 
J=5. 5Hz, 1H), 8. 50 (s, 1 H) , 8. 73 (s, 1 H) 
©fi##?fil (FD-MS. m/z) :44 5 (M + ) 
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mmmi 5 

N- (4-7Md7x^;I/) -N' - {4- [ (6, 7-'^y h*->-4- 
*yiJ^;U) 7x-;M 7U7 (4 4) 

6. 7-y^ + ->-4- (4-7;;7x; + -» ^yj> (5 4mg) £ 
h;l/i> (3ml) KjM&fi?Ltf:&. 4-7itD7xzMv>7*-F 
(0. 2ml) *Jn^ TQAmnMMmitio #mLT*fcfg«*»RU h 
;bx>-e^t -SCi^ck»)^SO{b^«:3 8mg N lK^4 8%T^fc 0 

1 H-NMR (DMSO-dg, 5 0 0MHz) : 53. 94 (s, 3 H) , 
3. 95 (s, 3H), 6. 44 (d, J = 4. 9Hz, 1 H) , 7. 12 (m, 
2H) , 7. 19 (m, 2H) , 7. 3 8 (s, 1 H) , 7. 4 7 (m. 2 H) , 
7. 51 (s, 1H), 7. 59 (d. J = 9. 2Hz, 2 H) , 8. 45 (d, 
J=5. 5Hz, 1H), 8. 72 (s, 1 H) , 8. 79 (s, 1 H) jgft 
fiftm (FD-MS, m/z) :43 3 (M + ) 

H»J7 6 

N- (4-7a*7x-;l/) -N' - {4- [ (6, l-'J* h*is-4-* 
yj-Jl/) 7j.-M 7U7 (4 5) 

6, 7-*J* b + v^-4- (4-7;;7xy*v/) +>"J> (52mg) 

h;i/i> (3mi) izmfmmttL^ 4-7*^7x-;Kvm-h 

(0. 2ml)^ 5 0 Lfco VrihLTZtzmikZfflUl, b 

1 H-NMR (DMSO-dg, 500 MHz) : <5 3. 94 (s, 3H) , 
3. 95 (s, 3H), 6. 44 (d, J = 5. 5Hz. 1 H) , 7. 19 (d, 
J = 9. 2Hz, 2H) , 7. 39 (s, 1 H) , 7. 45 (m, 4H) , 7. 
51 (s, 1H), 7. 59 (d, J=9. 2Hz, 2H), 8. 46 (d, J 
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= 5. 5Hz, 1H), 8. 86 (s. 1 H) , 8. 86 (s, 1 H) 
Kfi##rM (FD-MS, m/z) : 4 9 3 (M + ) , 4 9 5 (M + + 2) 

mmmn 

N- {4- [(6, h^v- 4 -^yj ->>!/) 7i^) - 

N' - (4-- ha7x-;[/) »U7 (4 6) 
6, 7-^K->-4- (4-7;;7x; + ^) +y >J > (10 3mg) 
(10ml) lZlEmf&mLK&, 4--hD7x^Hvm-h 

(3 6 6m g ) 6 0ftrnimmmffiLtz o mmix^tzm^mmu h 

X H-NMR (DMSO-dg, 5 0 0MHz) : 5 3. 94 (s, 3H) , 
3. 95 (s, 3H), 6. 45 (d, J=5. 5Hz, 1 H) , 7. 23 (d, 
J = 8. 6Hz, 2H), 7. 39 (s, 1 H) , 7. 51 (s, 1 H) , 
7. 62 (d, J=9. 2Hz. 2H), 7. 71 (d, J = 9. 2Hz, 2 H) 
, 8. 20 (d, J = 9. 2Hz, 2 H) , 8. 46 (d, J=5. 5Hz. 1 
H) , 9. 08 (s, 1H) , 9. 4 9 (s, 1 H) 
S*5Wr*I (FD-MS. m/z) : 46 0 (M + ) 

mmmis 

N- (4-7^;b7x-;t0 -N' - (4- [(6. 1-V*Y**/-A-* 
7x-;l/} VlsT (4 7) 

6. h*v/-4- (4-7;;7x;+-» +>"J > (5 Omg) £ 

h;Ux> (3ml) KiJD&fclSLrt:^ 4-W7x^Kvm-h 
(0. 2ml) £Jd;U 2 6^KtJD»««ELfc 0 SHt£? o D*;UA/7-fe h > 
(10/1) -C'SIS-5 u -5'>'J^y v >'U^7A^a-7h/7 7>f-^«fc<9ltMU ^ 
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3 6 m g N JR$4 5 %T*#fc 0 

1 H-NMR (CDClg/CDgOD, 500MHz) : 6 0. 93 (m, 
3H) , 1. 3 5 (m, 2H), 1. 5 7 (m, 2H), 2. 5 7 (m, 2H). 
4. 06 (s, 3H). 4. 06 (s. 3 H) , 6. 49 (m, 1 H) , 7. 1 
4 (m, 4H) , 7. 3 3-7. 6 2 (m, 6 H) , 8. 3 9 (m, 1 H) 

JUUMffflt (FD-MS. m/z) :471 (M + ) 

N- (4-7W7x-;b) -N' - {4- [ (6, 7 b*i/-4-* 
V ■)_;!/) OUT (4 8) 

N— {4 - [ (6. 7- r Jjt Y*'s-A-*J 7x-Jl/} - 

N' - (4 --ho) 7^-^1/7 (lllmg) £N. N - 
T S K (7ml) izmmU 1 0%7K8tfb'*7v>^A-^ (1 OOmg) *Jn 
^ *^H^TM^T2 2^rajt^L^o RlS****^ h£ffi^Ti«i®L 

®£U ^g©>fb£«3£6 6mg. iR^6 3%1r^ 0 

1 H-NMR (DMSO-dg, 500MHz) : 5 3. 9 4 (s, 3H) , 
3. 94 (s, 3H), 4. 7 4 (b r s. 2 H) . 6. 4 3 (d, J = 4. 9 
Hz, 1H), 6. 52 (d. J=8. 6Hz, 2H) , 7. 08 (d, J = 
8. 6Hz, 2H), 7. 16 (d, J=9. 2Hz, 2H), 7. 38 (s, 
1H), 7. 51 (s, 1H), 7. 55 (d, J=9. 2Hz. 2 H) , 
8. 14 (s, 1H), 8. 45 (d. J=4. 9Hz. 1 H) . 8. 61 (s, 
1H) 

n&ftVrm (FD-MS, m/z) : 4 3 0 (M + ) 
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mm s o 

N- (4-7-frf-;U7^-;lQ -N / - {4- [ (6, h4-->-4- 
-7 3.-M 31/ 7 (4 9) 

6. h**>-4- (4-7i;7x;+-» > (5 lmg) £ 
h;Ux> (3ml) fcflnJK^LfcSU 4-7*f^7 i ^Kv>'7*-h 

(2 10mg) £flD*.> 2 Oaf^tal&iiMLfcc n n*;UA/7* h > 

(i o/i) TJsga-r5->u^yyu*7A^nv h^-^^-f -{ckom^u & 

1 H-NMR (CDC1 3 /CD 3 0D, 500 MHz) : 6 2. 59 (s. 
3H) , 4. 07 (s, 3H) , 4. 07 (s. 3 H) , 6. 50 (d, J = 5. 
5Hz, 1H), 7. 17 (d, J=8. 5Hz, 2 H) , 7. 36 (s, 1 H) 
. 7. 5 8 (s, 1H), 7. 5 8 (d, J =8. 5 Hz', 2 H) , 7. 6 0 

(d, J=8. 5Hz, 2H), 7. 94 (d, J=8. 5Hz, 2H) , 8. 
40 (d, J =5. 5Hz. 1H) 

H^(FD-MS, m/z) :457 (M + ) 

N- (4- C (6, 7-*J/ Y*i/-A-*J y^-M - 

N' - (4-7xy^->7x-;l/) frl/7 (50) 
6, 7-v?y h + ^-4- (4-7i;7i; + >» +;>J> (53mg) £ 
(3ml) fcflDJ»8J*LfcSU 4-7xy *'>7x-M 7*7*- h 
(0. 2ml)£jto*-> 3 0^Pa1iDiiS«EL^o ^S^ontwl/V7-bh> 
(1 0/1) «t5 > >'J*W7A^n7h^77^ -Kctf9m$?U ^ 
S©ft&$f£5 5mg x iR^6 0%T^fc o 

1 H-NMR (CDC 1 3 /CD 3 OD, 50 0MHz) :<54. 46 (s. 
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3H) , 4. 46 (s. 3H) . 6. 51 (m, 1 H) , 6. 98-7. 62 
(m, 1 5H) , 8. 4 0 (m, 1 H) 
nmftVrm (FD-MS, m/z) : 5 0 7 (M + ) 

N— (4-^7^0^1/7x^1/) -N' - {4- [(6, 1- 9 J* 
4-*/D_;i/) 7jl-ji) our (5 1) 

6. 7-v^ h*i/-4- (4-75;7i; + -» 'J > (51mg)^ 
(3ml) Kljafmmi^. 4-'fV^Dh , ;l/7x^>fVv/7*- 
h (0. 2ml) fcjp*.. 2 6#PiM&jIfifcL*:o »^n^A/7tF 
> (10/1) T»4 'J *f 7 A ^ o 7 h 7 ^ - I: J: 15 ^ U 
^mcbit&MZl Omg. R$9 0%T'^o 

1 H-NMR (CDgOD, 5 0 0MHz) : <5 1 . 18 (d, J=6. 7H 
z. 6H), 2. 82 (m. 1 H) , 3. 97 (s, 3H). 4. 01 (s. 3 
H) , 6. 37 (d, J=5. 5Hz. 1 H) , 7. 04 (d, J=8. 5Hz, 
2H) , 7. 11 (d, J = 8. 5 Hz, 2H) , 7. 2 5 (d, J = 8. 5H 
z, 2H), 7. 26 (s. 1H), 7. 38 (s, 1 H) , 7. 4 1 (d, J 
= 9. 2Hz, 2H), 7. 54 (s, 1 H) , 7. 82 (s, 1 H) , 8. 0 
3 (s, 1H) , 8. 42 (d, J=5. 5Hz, 1 H) 

mm#mm (FD-MS, m/z) :4 57 (M + ) 

N- (4- h 'j7Jl/toy 3-)l7*-)V> -N' - {4- [ (6, h 

^v/-4-^yj-;u) y^-ji) vu7 (5 2) 

6. h* s s-4- (4-7U7xy + -» ^'i> (5 3mg)^ 
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(3ml) izm]&mmLtz'&^ 4-h'J7MD^f;P7x-M7y 

r^-h (o. 2mo zinx.^ lofifflmmmmitzo mthtr^izmsk^m 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 5 4. 0 5 (s, 3 H) , 

4. 0 5 (s, 3H) , 6. 5 2 (d, J =5. 5 Hz, 1H), 7. 1 8 (d, 

J =9. 2 Hz, 2H) , 7. 3 6 (s. 1H) , 7. 5 6 (s, 1 H) , 

7. 59 (d, J=8. 6Hz, 2 H) , 7. 62 (d, J=8. 6Hz, 2H) 
, 7. 63 (s, 1H), 8. 40 (d, J=5. 5Hz, 1 H) 
(FD-MS, m/z) :48 3 (M + ) 



HWJ8 4 

N- (4-n-7f^7x-;l/) -N / - {2- [ (6, 7 - V t h*i/-4 
-*/U;U) 7x-;H 7U7 (14 7) 

fSJ60J4 81-fcOT. 4--ho7x;-;H:^T2--hD7i;-^ 
JH^fc«jN*H«l;:«Lfc6. 7-^h*i/-4- (2--hn7x;+i/) 
*> M J>«-^fe^|4 9i^ca7cLT^ 6. 7-^h*i'-4- (2 - 
7i77x; + i') +;'J> (5 6mg) Zb)lx-> (3ml) KJn&i&ffPL*: 
4 -n-:/^ "7 v->7*~ h (0. 2ml) £;&n;u 3 O^Sn 
ftSflELfco M*^oot^V7th> (10/1) T*mmtZ>i/*)ij>fj], 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 6 0. 8 9 (t, J = 7. 3H 
z, 3H) , 1. 3 0 (m, 2H) . 1. 5 2 (m. 2H) , 2. 5 0 (m, 2 
H) , 3. 9 0 (s, 3H) , 3. 9 3 (s, 3 H) , 6. 2 2 (d, J = 
4. 9Hz, 1H), 6. 87 (d, J=7. 3Hz, 1 H) , 6. 96- 
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7. 0 1 (m, 4H) , 7. 1 5 (b r s, 1 H) , 7. 2 8-7. 3 1 (m, 
4H), 8. 12 (brs, 1 H) , 8. 26 (d, J=4. 9Hz, 1 H) , 

8. 58 (d, J = 7. 9Hz. 1 H) 
mm&Vrm (FD-MS, m/z) :47 1 (M + ) 

mums 5 

N- (4 -n-^;U7^-;b) -N' - {3- [ (6, 7-v?y h*->-4 
-*V'J;l/) -)U7 (9 1) 

m&#l4 8 Jc4E5l^ 4 - — ho7x;-JH:^T3-- h ny^j 

v>tnmM4 9tmmtmKLT'&tz, 6, 7->m h*>-4- o- 

7^7xy + -» *y U> (5 lmg) £h;Ux> (3ml) i:JoML/: 
4-n-7"f;l/7x-MV->7^-h (0. 2ml) 5 O^JO 

HfclftEl^o ^££*on*;t,A/7-tr h> (1 0/1) T~mMtZi'*)1l¥Jl> 

1 H-NMR (CDC 1 3 , 5 0 0MHz) .6 0. 89 (t, J=7. 3H 
z, 3H) , 1. 3 0 (m, 2H) , 1. 5 2 (m, 2 H) , 2. 5 1 (m, 2 
H) , 3. 9 5 (s. 1H), 4. 0 0 (s, 1 H) , 6. 4 9 (d, J = 5. 
5Hz, 1H). 6. 81 (d, J=8. 0Hz, 1 H) . 7. 04 (d. J = 
7. 9Hz, 2H), 7. 21-7. 30 (m, 5 H) . 7. 37 (s, 1 H) , 

7. 5 1 (s, 1H) , 7. 8 4 (b r s, 1 H) , 8. 2 4 (b r s, 1 H) , 

8. 4 3 (d, J =4. 9Hz, 1 H) 
M£##Hi (FD-MS, m/z) :47 1 (M + ) 
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HWJ8 6 

N-n-T^lz-N' - {4- [(6, 7-v7 h^->-4-^y 'J;l/) 
•>] 7x-;U} frU7 (1 3 9) 

6, 7- : J/ h*i/-4- (4-7^7i; + -» U > (5 lmg) £ 
h;l/x> (3ml) lcflo&j£j#Lrt:&. n v v/7*- h (0. 2ml) 
«rDD^^ 1 4B#»&&3!£Lfco g££*oo*;UA/7-tr h> (10/1) "C 
■HtS * 'J W?D7 h/77>f -K«k OfifSS! U »B©fl:^ft* 3 1 m g N 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 6 0. 93 (t. J = 7. 3H 
z, 3H) , 1. 3 7 (m. 2 H) , 1. 5 3 (m, 2 H) , 3. 2 8 (m, 2 
H) , 4. 0 4 (s, 3H) , 4. 0 4 (s, 3H) , 5. 04 (brs, 1 H) 
, 6. 44 (d, J=5. 5Hz, 1 H) , 6. 98 (brs, 1 H) . 7. 1 
1 (d, J=9. 2Hz, 2H), 7. 41 (s, 1 H) , 7. 43 (d, J = 
9. 2Hz, 2H), 7. 55 (s. 1 H) , 8. 46 (d, J=4. 9Hz, 
1H) 

9MSWm (FD-MS, m/z) :3 9 5 (M + ) 
fS$60J8 7 

N- {4- [ (6, h*v/-4-*7 'j ;IQ 7x^;H - 

(4- M7>U*pjtf-/U7x.=.>lO *;MftHF-$ K (15 7) 

6, h**>-4- (4-7;;7x;**» I) > (5 3mg) £ 

•fflRS©4-h'J7;^Dy^>gfJiSK (10 2-mg) £N, N-^^f;^ 
^7; K (3ml) fci&BLfcgU (3' 
7°ot\>IO #;MCvM$ (10 2mg) £JD;U ^SlCT 1 4B$H3fll# 

L* 0 R£&&&£7K£lfc&i^-e#liU #I?if-;i'Ji£f&ft:&&7K-eife& 
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1 H-NMR (CDClg, 5 0 0MHz) : 6 4. 0 4 (s, 3 H) , 4. 
0 5 (s, 3H) , 6. 4 8 (d, J =4. 9Hz. 1H) , 7. 2 2 (d, J 
= 8. 5Hz, 2H), 7. 41 (s, 1 H) , 7. 55 (s, 1 H) . 7. 7 
6 (d, J=8. 5Hz, 2H), 7. 76 (d, J = 8. 6Hz, 2H), 8. 
02 (d, J=7. 9Hz, 2H) , 8. 13 (brs, 1H), 8. 49 (d, 
J = 5. 5Hz, 1H) 

I1MKFD-MS, m/z) :4 6 8 (M + ) 

N- {4- [ (6, 7-'J* b*is-4 -*J U JlQ y^-)l} - 

{A-vtu^^jl-j fj I K (15 8) 

6, h + f^-4- (4-7^7x;+'» +y U > (5 2mg) i 

tmS,(0 4-i/?u^* (10 9mg) O, N — i?/ 
75 K (3ml) lcjgft?LfcgU l-x?\rt/-3- (3' -^Wi^o 

tw /7^^->v ^ Y*mmm (i i omg) ttiaz-, mu\zxi4mmmwLit 

1 tm®®$kftK&r>Tm9HL £S©ft£H85*5 4mg, JRs$ 

1 H-NMR (CDClg, 500 MHz) : <5 1. 2 5~1. 86 (m, 
10H), 2. 55 (m, 1 H) , 4. 01 (s, 3H), 4. 03 (s, 3 H) 
, 6. 46 (d, J=5. 5Hz, 1 H) , 7. 16 (d, J=8. 5Hz. 2 
H) , 7. 27 (d, J-7. 9Hz, 2 H) , 7. 39 (s. 1 H) , 
7. 55 (s, 1H). 7. 75 (d, J=9. 2Hz, 2H)\ 7. 83 (d, 
J = 8. 6Hz, 2H), 8. 46 (d, J=5. 5Hz, 1 H) 
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Mbfrffffi (FD-MS, m/z) : 48 2 (M + ) 

mmm8 9 

N- {3- [ (6, h*->-4-*; 'W 7x^;H - 

(4- t -yf;l7x-;i>) /7;u^-9-; K (1 5 9) 
6, h + ^>-4- (3-7;;7i; + -» *y 'J > (5 4mg) t 

rUISao4- t (102mg) £N, N-v>V^;l/*;UA7$ 
K (3ml) l-x^-3- (3' - ! J* *A,7 1 J ztu f;b) 

a^tf^-f $ K*£&i£ (1 0 6mg) £2lD;U M&KT6B#figif#Ly^ HJfe 

« 5 1 1 mmommz * ~> mm u mmoits®*: 2 9 m g > 3 5 %x«m 

tic 

X H-NMR (CDClg, 5 0 0MHz) : 6 1. 34 (s, 9H), 
4. 01 (s, 3H), 4. 04 (s, 3H), 6. 55 (d, J=4. 9Hz, 
1H), 6. 97 (d, J = 7. 3Hz, 1 H) , 7. 29-7. 68 (m, 7 
H) , 7. 85 (d, J = 7. 9Hz, 2H) , 8. 48 (d, J=4. 9Hz, 
1H), 8. 59 (brs, 1H) 

(FD-MS. m/z) :4 56 (M + ) 

fSJfc0J9O 

N- {3- [(6, 7-^Hi/-4-t;'J^) f-*] 7x-ib) - (4 
- t -y^;U7x-;U) K (16 0) 

6, 7-v>V h**>-4- (3-7$ V 7xiift) *y U > (6 2mg) 
irim^©4-t-7fJl3?MK (10 9mg) *N. N-v?y*;MwUA7 
$ K (3ml) iz®miti&:^ o' - >>y f-;U7 $ y 7o b° 

)V) ijjltfifj $ Ktttttt (1 1 2mg) *fln;U M®fwT2 5l$Raflt#Lfc^ 
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1 H-NMR (CDC1 3 , 500 MHz) : 6 1. 31 (s, 9 H) , 4. 
00 (s. 3H), 4. 01 (s, 3H), 6. 83 (d. J=4. 9Hz, 1 
H) , 7. 2 0-7. 9 9 (m. 9 H) . 8. 0 6 (m, 1 H) , 8. 3 9 (d. 
J=4. 9Hz, 1H) , 8. 60 (br s, 1 H) 

M£$ftt(FD-MS. m/z) :4 72 (M + ) 

mmm9 1 

N- {4- [ (6, 7-^y Y**s-4-*J V Jl) 7x-M - (4 

-7f-;l/7x~;l/) fifrtfJ-Vi K (16 1) 

6, Y*i/-4- (4-7;;7i;+y) +y U > (6 2m g) £ 

mflSiS©4-7?-;l/£Il§& (10 4mg) £N, N- y'^ f Jl/frJlA T i K 
(3ml) fcfcJJ?Lfc&x l-xf-;l/-3- (3' -^yf;l/7$/^Dh» 

ii)\>#v>< * b*mtm (i 1 7m g ) m&iz-c2 immnnz^ m 
wis i tmrnommzx-oxmrnu mme><t&®z2 im g , jr^2 2%t 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : <5 0. 94 (t. J =7. 3H 
z. 3H) , 1. 3 8 (m, 2H) , 1. 6 3 (m, 2H) , 2. 6 9 (t. J 
= 7. 9Hz, 2H), 4. 03 (s, 3 H) , 4. 05 (s, 3H), 
6. 72 (d, J=4. 9Hz, 1 H) , 7. 30 (d, J«7. 9Hz, 2 H) 
, 7. 39 (s, 1H), 7. 42 (s, 1 H) , 7. 57 (d, J = 8. 5H 
z, 2H) , 7. 7 8 (d. J = 8. 5 Hz, 2 H) , 7. 8 1 (d, J = 7. 
9Hz, 2H), 8. 08 (s. 1 H) . 8. 42 (d. J = 5. 5Hz, 1 H) 

M#tffll (FD-MS. m/z) :4 72 (M + ) 
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fStfcW.9 2 

N- {4- [(6, 7-^^-4-t;'JJl/) 7^_;U} - 

N' - (4- /^Jlf-yj- 7*- ;b) frU7 (16 3) 

6, h^>-4- (4-7;;7x; + i/) +;>J> (5 3mg) £ 

h;l/x> (3ml) {cJo^PL^ 4-^ fW7x^W Vi/7*- b 
(0. 2ml)^jD^ 8ftffltia$mmitz 0 #ftfJLTgfclSa*itIRU 
i >lf^-T 5 C <t {c<k *) £®<Dft&#j£ 6 2 m g , JRsg 7 6 fc^fco 

1 H-NMR (DMSO-dg , 5 0 0MHz) : 6 2. 4 4 (s, 3 H) . 
3. 94 (s, 3H), 3. 95 (s, 3H) , 6. 44 (d, J=4. 9Hz. 
1H) , 7. 19 (d, J=9. 2Hz, 2H) , 7. 23 (d, J=8. 5H 
z, 2H) , 7. 38 (s, 1H), 7. 44 (d, J=9. 2Hz, 2H), 
7. 52 (s, 1H), 7. 58 (d, J = 8. 6Hz, 2 H) , 8. 46 (d, 
J = 4. 9Hz, 1H), 8. 70 (s, 1 H) , 8. 79 (s, 1 H) 

m&ftmm (FD-MS, m/z) :46 1 (M + ) 

HJfe0!l9 3 

N- (3 -JLh*i/ij Jl#-Jl>7 — N' - {4- [ (6, h 

4->-4-*>MJjI0 7x-;l/} frby (16 4) 

6, 7 -if* h*i/-4- (4-7i;7x;+-» +>"J> (5 3mg) £ 
Mloc> (5ml) IctoJfti&IPLfctk 3-xh + i/*^«7x-;HV-> 
7*-h (2 8 4mg) £7JD/U lftKHnftfiffiLfco 8I2E£* 
-t?h> (1 0/1) T»5y'J*W7A?07 h^574 -K^ffSSi 
U £g©ft£ife&l 8mg. J«2 0 

X H-NMR (CDC 1 3 , 5 0 0MHz) : 6 1. 3 8 (m, 3H) , 
3. 9 8 (s, 3H) , 4. 0 5 (s, 3 H) , 4. 3 5 (m, 2H), 6. 4 
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5 (d. J=5. 5Hz, 1H), 7. 12 (d, J=9. 2Hz, 2 H) , 
7. 4 0 (s, 1H) , 7. 4 7 (d, J =9. 2 Hz, 2H) , 7. 4 7 (d. 
J=8. 6Hz, 2H), 7. 58 (s, 1 H) , 7. 96 (d, J = 9. 2H 
z, 2H) . 8. 05 (s, 1H) , 8. 1 7 (s, 1 H) , 8. 4 7 (d, J 
= 5. 5Hz, 1H) 
ft*##Hg (FD-MS, m/z) :4 8 7 (M + ) 

N- (4-^QP7x-;b) -N / - {4- [ (6, 7-i?/ h*->-4-4- 
./U;l/) 7x-;l/} frb7 (16 5) 

6, 7-v^y h + ^-4- (4-7;;7*;*'» +yj > (52mg) £ 
h^x> (5ml) IwJq^ISL^ 4-^D7x-Wvm-h 
(0. 2ml)at l^TOffejSMLfco tlfaiLT^/c^^iiKLx 
i>Tft^SC£{;:«k^80ft&<fe£4 3mg N i»5 5%THfc 0 

X H-NMR (DMSO-dg , 5 0 0MHz) : 5 3. 9 4 (s, 3H) , 
3. 95 (s, 3H), 6. 44 (d, J = 5. 5Hz, 1 H) , 7. 20 (d. 
J = 9. 2Hz, 2H) , 7. 32 (d, J = 8. 5 Hz, 2H) , 7. 38 
(s, 1H), 7. 49 (d, J=9. 2Hz, 2H), 7. 51 (s, 1H), 
7. 58 (d, J = 9. 2Hz. 2H) , 8. 46 (d, J = 4. 9Hz, 1 H) 
, 8. 83 (brs, 1 H) , 8. 83 (brs, 1 H) 
Steffi (FD-MS, m/z) :44 9 (M+) , 45 1 (M + + 2) 

HJS0IJ9 5 

N- (2->fy7 c ab°^7x^) — N' - (4- [ (6, 7 -'J/ 



4-*yj;U) 7*-M frU7 (1 6 6) 
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6. l* { s-4- (4-7;;7x/ + v/) *J »J > (44mg) £ 

h;bx> (5m I) (c?jD&&ft?l*:gL 2-^V^nt^7xz;Kvm- 
h CO". 2ml)£fln;U 8 0 #f?m&gfllt L £ 0 ^?OD*M/7-k b 
> (10/1) T'Jg^f Sv"J*m5A^D7 h^574 -fcJ^flfflJlU 
»it«14mg, 1R^2 0%Tii£ o 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 5 1. 2 1 (m, 6H) , 

3. 2 1 (m, 1 H) , 4. 0 4 (s. 3 H) . 4. 0 4 (s, 3H) . 

6. 4 2 (m, 1 H) , 6. 6 3 (m, 1 H) , 7. 0 9~7. 5 5 (m, 11 
H) , 8. 4 6 (m, 1H) 
WstfttfTfM. (FD-MS, m/z) :4 5 7 (M + ) 

N- {4- [ (6, l-'J* h^y-4-^y 'J^) 7x-;l/} - 

N' -7 U7 (1 6 7) 

6, 7-vM h*>-4- (4-7i;7x; + y) *J U > (5 lmg) £ 
(5ml) ldjnfSMSfc¥L*:m> 7x-Mvm-h (0. 2ml) 
SriQ*.. SO^RMB^Lfco 8BS£*nn*;l/A/T-feh> (10/1) T? 
MBit* *> »; # 7A^D7h^77-(-i:«k*)^U ^Sof b£$f£ 
2 lmg. JR§M 1%T^^ 0 

1 H-NMR (CDClg. 5 0 0MHz) :<54. 04 (s, 3H), 

4. 0 4 (s. 3H) . 6. 6 1 (m, 1 H) , 7. 0 5 (m, 1 H) , 7. 3 
6~7. 4 4 (m, 10H) , 7. 9 9 (s, 1 H) , 8. 3 1 (s, 1 H) , 
8. 3 6 (m, 1H) 

&mftVrm (FD-MS, m/z) :43 1 (M + ) 
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HS60J9 7 

N- {4- [(6, 7-S?y h*->-4-*y UJ1Q 7x-Jb) - 

N' - (2 -- ho7x-^) (16 8) 

6, 7->M h*J/-4- (4-7;;7x/ + -» +yj > (8 3mg) £ 
h;l/i> (8ml) Kflnf&®8¥Ltf:^ 4--hD7x^K7->7^-h (3 

7 0mg) zijQ^ 4o^mtatmmit:o VTtHi-cztzm&zmLL i^ux 

1 H-NMR (DMSO-dg , 5 0 0MHz) : <5 3. 9 4 (s, 3 H) , 
3. 95 (s, 3H), 6. 46 (d, J=5. 5Hz, 1 H) , 7. 22 (m, 
1H) , 7. 2 3 (d, J = 9. 2 Hz, 2H) . 7. 3 8 (s, 1 H) , 7. 
51 (s, 1H), 7. 62 (d, J=9. 2Hz, 2H), 7. 71 (m, 1 
H), 8. 11 (m, 1H), 8. 3 1 (m. 1 H) , 8. 4 6 (d, J =5. 
5Hz, 1H), 9. 62 (s, 1 H) , 9. 96 (s, 1 H) 

MS##flfi (FD-MS, m/z) : 4 6 0 (M + ) 

HWJ9 8 

N- (2-7;y7x^l/) -N / - {4- [ (6. h*i/-4-* 
7'J;U) 7x-i) frU7 (16 9) 

N- {4- [ (6, l-'JJ h + ->-4-+y U;U) 7x-;W - 

N' - (2--hD7x-;U) (4 2mg) *N, N- f J* *A,*)IM>T 

i K/I^Rxf-;!/ (12011/61111) fc»flPU 2 0K#8Mfc/<7 

(7 Omg) **OTftT£fiKT3B*NMWLfco EJCafcHr^ 

1 H-NMR (DMSO-d ft , 5 0 0MHz) : 8 3. 9 4 (s. 3 H) , 
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3. 9 5 (s, 3H) , 4. 7 7 (b r s. 2H) , 6. 4 4 (d, J = 5. 5 
Hz, 1H), 6. 5 8 (m, 1 H) , 6. 7 5 (m. 1 H) , 6. 8 5 (m, 
1H) . 7. 1 8 (d, J =8. 5 Hz, 2 H) , 7. 3 4 (m, 1 H) , 

7. 38 (s, 1H), 7. 52 (s, 1 H) , 7. 58 (d. J=9. 2Hz, 
2H) , 8. 2 9 (s, 1H) , 8. 4 6 (d, J = 4. 9 Hz, 1 H) , 

8. 9 2 (s, 1 H) 

mmAVrm (FD-MS, m/z) :4 3 0 (M + ) 

H»J9 9 

N- (4- [ (6, l-V* h*->-4-*/ U;U) y*-M - 

N' - (3-- hQ7x-i) OUT (170) 

6, 7-^n + y-4 - (4-7J;7xy + >') > (8 3mg) £ 

h;l/X> (6ml) »cjDlft»»Lfc»> 3 h n y jl-M y m~ h 
(3 8 4mg) 4 0&mm&Mffi.Lt: o aafrJlA/T-k b> 

(1 0/1) TS§l§tSi/'J^W^7A^Dvh^7y>f-ic«fc*)^U & 
m<Dfc&®£ 4 4 m g. JRSg 3 4 %T^fc 0 

1 H-NMR (DMSO-dg , 500MHz) : 6 3. 99 (s, 3H), 
4. 04 (s, 3H), 6. 43 (d, J = 4. 9Hz, 1 H) , 7. 10 (d, 
J = 9. 2Hz, 2H). 7. 38 (m, 2 H) , 7. 47 (d, J=8. 6H 
z, 2H) , 7. 5 7 (s. 1H) , 7. 8 1 (m, 2H) . 8. 1 9 (s, 1 
H) , 8. 31 (s, 1H), 8. 46 (d, J = 4. 9Hz, 1 H) , 8. 5 
9 (s. 1H) 
SS#tFflt (FD-MS, m/z) : 46 0 (M + ) 
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nafewi o o 

N- {4- [(6, h*->-4-*7 - 

N' -*»^;l/»U7 (1 7 1) 

6, l-'J* h*i/-4- (4-7;;7x; + -» > (5 lmg) £ 

h^x> (5ml) fciO*li&BL7!:8U fr^M' vm- h (0. 2ml) 
2^jD«aBlELfco BiaE*^oD*;l/A/7-b h> (10/1). "OS 
5 •> U ijffo-h 5 A ? d v h ^7 7 - \z& <o mSk Lx 3 2 

mg. iR$4 

1 H-NMR (CDC 1 3 , 5 0 0MHz) :d0. 8 7 (m, 3 H) , 1. 
2 6-1. 3 0 (m. 1 OH) , 1. 5 3 (m, 2H) . 3. 2 7 (m, 2H) , 
4. 03 (s, 3H), 4. 03 (s, 3H), 5. 04 (m. 1 H) , 6. 4 
4 (d, J =5. 5 Hz, 1H) , 6. 97 (s, 1 H) , 7. 1 0 (d, J = 
8. 6Hz, 2H). 7. 41 (s, 1 H) , 7. 42 (d. J=8. 6Hz, 
2H) , 7. 5 5 (s, 1H) , 8. 4 6 (d, J = 4. 9 Hz, 1 H) 

M#Wtt(FD-MS, m/z) :45 1 (M + ) 

HJ60UO1 

N- (3-7U7x>;b) -N' - {4- [ (6, 7 -it/ h*S/-4-* 

7 31/ 7 (17 2) 

N- {4- [(6, 7-v?n + i/-4-+; i JA) t*">] 7x-;W - 
N' - (3--hD7x-;l/) 7 1/7 (2 8mg) £N, N - it* f-A,*)U*7 
I K/S^K^f-^ (5m 1/2. 5ml) i:MU 2 0%7K&<b'^ >>7 A- 
(9 7mg) £fln*-> 7K^HftT£fifcT3l$lim8 i Lfco KJ£tt£Hr5 
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1 H-NMR (CDC 1 3 , 5 0 0MHz) : 6 4. 0 2 (s, 3 H) , 
4. 03 (s, 3H), 6. 41 (m, 1 H) , 6. 41 (d, J=5. 5Hz, 
1H), 6. 6 1 (m, 1H), 6. 9 0 (s, 1 H) , 7. 0 5 (m, 1 H) , 
7. 09 (d, J=8. 5Hz, 2H), 7. 40 (s, 1 H) , 7. 43 (m, 
1H), 7. 47 (d, J = 8. 5Hz, 2H), 7. 55 (s. 1 H) , 8. 
03 (s, 1H), 8. 44 (d, J = 5. 5Hz, 1 H) 

K*3Mrtt (FD-MS, m/z) :4 3 0 (M + ) 

$mm 1 0 2 

N-7UJU-N' - {4- [(6, 1- ! J* h*>-4-*yiW 
7x-;H frU7 (1 7 3) 

6. 7--^ h*i/-4- (4-7^7x; + -» +y » > (5 Omg) £ 
N, N-yyfWAT; K (5ml) LfcSU 7 D ;l/-f 7 :>7*- h 

(0. 2ml) £fln;U 8 0°CT1 S^Jn^t^L^o EtfaftfcTkfcflDiU # 
K^^;bT20«Iti}Lfc^W«ie«:iafD^l*T^L. *K*«fl!?*» h »J 
«6*Lfc e $affT&&£S£U 8iaE£*nD*;l/A/7-tr h > (1 0/1) T 

61mg, )R$9 6%-e'&iz 0 
X H-NMR (CDClg, 5 0 0MHz) : 6 3. 9 0 (m, 2H), 

4. 03 (s, 3H) , 4. 03 (s, 3H) , 5. 12 (d. J = 10. 4H 
z. 1H), 5. 23 (d, J=17. 7Hz, 1 H) . 5. 62 (s, 1 H) , 

5. 8 8 (m, 1H) , 6. 4 1 (d. J =4. 9 Hz, 1 H) , 7. 0 8 (d. 
J=8. 5, 2H), 7. 39 (s. 1H) , 7. 44 (d, J = 8. 5Hz, 
2H), 7. 54 (s, 1H), 7. 75 (s, 1 H) , 8. 44 (d. J = 
5. 5Hz, 1H) 
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K*#tftt (FD-MS, m/z) :3 7 9 (M + ) 
H»J1 0 3 

N- {4- [(6, h*->-4-4-7 U;U) d-**] 7 - 

N / - (l-t7f;l/) OU7 (17 4) 

6, h*->-4- (4-7;/7x;^i/) *y U> (50mg) & 

Ml/i> (5ml) \ZfiQ?&mmiti'ik, l-1-7*)\,4Vi/T*-b (0. 2m 
l) SrJjn*., 2 0£M»M»Lfco Wt^DD^/TthJ' (10/1) 

4 lmg, Jfc^5 2%T**#A:o 

1 H-NMR (DMSO-dg , 5 0 0MHz) :<5 3. 9 5 (s. 3 H) , 
3. 9 5 (s, 3H) , 6. 4 5 (d, J = 5. 5H z, 1 H) , 7. 2 1 (d, 
J = 9. 2Hz, 2H), 7. 38 (s, 1 H) , 7. 4 8-7. 6 5 (m, 7 

H) , 7. 92-8. 15 (m, 3H) , 8. 46 (d, J=4. 9Hz, 1 H) 
, 8. 80 (s, 1H) , 9. 20 (s, 1 H) 

M&fttt (FD-MS, m/z) : 46 5 (M + ) 

mmmi 04 

N- (2-b'7x^) -N' - {4- [ (6, 7-vM h*v/-4-*y U 
Jt/) 7^~;b} »l/7 (17 5) 

6. 7-5M h**>-4- (4-7U7iy + '» +;'J> (52mg) & 
h;Ux> (5ml) IzaHKaWWLfclftx 2-tf7x-^V>7*-h (0. 2 
ml) *Jn*. % 3 0^MlB*it«Lfco KSE** on*;UA/7-fe h > (10/ 

I) T'®l|■r5^ , J*y;^*•7A^'^•7h^5 7^-^c«fc^)li$!^L^ ^®©*b£ 
5 6 m 4 %tlfc 0 
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H-NMR (CDClg, 500 MHz) : <5 3. 97 (s, 3H), 
4. 0 4 (s, 3H) , 6. 3 5 (d, J = 5. 5 Hz, 1 H) , 6. 9 6 (s, 
1H), 7. 40 (d, J = 9. 2Hz, 2 H) , 7. 14-7. 39 (m, 

I 1H) , 7. 5 4 (s, 1H) , 7. 8 9 (b r s, 1 H) . 8. 0 8 (d, 
J=8. 6Hz, 1H), 8. 33 (d, J=5. 5Hz, 1 H) 

wmmm (fd-ms, m/z) .-491 (m + ) 

N- U-x-j-jly^^jl) -N' - {4- [(6, 7 - ->'/ h*->- 4 -4- 
VU;i) 7x-;b) frU7 (18 8) 

6. 7-vM h*i/-4- (4-7i;7x; + -» *>"J > (5 lmg) £ 
Yjlx.y (5ml) lcJpii*j!¥Lfc^ 4 -if-;!/? ^-Jl4 V ->7*- h 
( 0 . 2ml) Ztiaz.^ 9 0 ftRfflDfttifflE L fc 0 * a d * ;U h > 

(10/1) T-mffltZis*) ft'fJl'ft^l*? b?77 4 -K£t)m$lU ^ 
mv>ib&fo£ 4 2mg>JR^5 6 %-C'&ti 0 

1 H-NMR (CDC lg . 5 0 0MHz) : 6 1. 1 8 (m, 3H) , 2. 
5 8 (m, 2H) , 3. 99 (s, 3H) , 4. 0 2 (s. 3 H) , 6. 3 9 
(d, J=5. 5Hz. 1H). 7. 07 (d, J=9. 2Hz, 2H), 7. 

II (d, J = 7. 9 Hz, 2H) , 7. 2 5 (d, J = 8. 5 Hz, 2H) , 
7. 40 (s, 1H) , 7. 42 (d, J = 8. 5Hz, 2 H) , 7. 5 5 (s, 
1H), 7. 60 (s, 1H), 7. 81 (s, 1 H) , 8. 43 (d, J=4. 
9 Hz, 1H) 

Ii^ll(FD-MS, m/z) :44 3 (M + ) 
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mmmi o 6 

N-K>'AOU-N' - {4- [(6, 7 - 'J/ h*i/- 4 'J )V) Jr* 
•>] 7x-M ^1/7 (18 9) 

6. 7-J?n*'>-4 - (4-T^7xy + -» *yj> (5 2mg) £ 
(5ml) lcjDJIh»JI?Lfca> K>-/^MV->7*-h (0. 2ml) 
£j&n*-> 5 0#Mto«tfBKLfc o ^^nD^A/7th> (10/1) T 

1 lmg N JRJ^I 5%-£H;fco 
1 H-NMR (CDC 1 3 , 500 MHz) :<54. 06 (s. 3H), 4. 

07 (s, 3H) , 6. 49 (d, J=4. 9Hz. 1 H) , 7. 20 (d. J 
= 9. 2Hz, 2H) . 7. 43 (s, 1 H) , 7. 54 (m, 2 H) , 7. 5 

8 (s, 1H), 7. 65 (m, 1H), 7. 71 (d, J = 9. 2Hz, 2 H) 
. 8. 04 (d, J=7. 9Hz, 2 H) . 8. 50 (d, J=5. 5Hz, 1 
H) , 9. 53 (s, 1H) , 11. 04 (s, 1 H) 

Ml^$ri (FD-MS, m/z) :443 (M + ) 



H5&&0J1O7 

N-xh^->^^-JU-N / - {4- [(6, 7— ^ b*->-4-*yj 
;U) 7xz;H (19 0) 

6, 7-v?n + i/-4- (4-7;;7xy + -» 'J > (5 2mg) & 

(5ml) Kfln&igft? I rt:^ ih + ^^'-Mvm-h 
(0. 2ml)*an>u 1 5#WHin*««Lfco on*/UA/7Hr h > 

(1 0/1) THBBt 5'>'J»m7A^D7 -K«k*m$U ^ 

«©^b^tt*2 Omg. JR« 8%-e^fco 

1 H-NMR (CDCL, 5 0 0 MHz) :<51. 37 (t. J =7. 3H 
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z, 3H) , 4. 10 (s, 3H), 4. 17 (s, 3 H) , 4. 31 (q, J 
= 7. 3Hz, 2H) , 6. 7 0 (d, J = 6. 1Hz, 1H) , 7. 2 0 (d, 
J =8. 6Hz, 2H), 7. 64 (s, 1H) , 7. 72 (d. J =9. 2H 
z, 2H) , 8. 1 2 (s, 1H) , 8. 5 0 (d, J = 6. 7 Hz, 1 H) , 
10. 0 8 (s, 1 H) 
li^t (FD-MS, m/z) :411 (M + ) 

N- (4- [(6, 7-->'y h*v/-4-*7'J;l/) - 
N' - (2-;*^ Jl^x^lQ frUT (5 6) 

6, h*->-4- (4-7;;7x; + -/) *>"J > (5 lmg) & 

Hloo (5ml) {caD3ft*»L^ 2-yf^7*-MV>7*-h 
(0. 2ml)£flo;i N 1 5^HftH«iai»LA:o K2E*^nn*^A/7-bh> 
(1 0/1) TaH^*^U*y^*5A^D-eh^77>f-fcJ;t)«lllU % 
SO-fb^l^ 6 1 m g N Mm 8 2 

1 H-NMR (CDClg, 5 0 0MHz) : 5 2. 2 0 (s, 3H) . 4. 
00 (s, 3H), 4. 03 (s, 3H), 4. 31 (q, J = 7. 3Hz, 
2H), 6. 40 (d, J = 5. 5Hz, 1 H) , 7. 0 5-7. 20 (m. 6 
H) , 7. 3 9 (s, 1H) , 7. 4 2 (d. J = 8. 5 Hz, 2H) . 7. 5 
5 (s, 1H), 7. 60 (d, J = 7. 9Hz, 2 H) , 7. 80 (s. 1 H) 
, 8. 45 (d, J=5. 5Hz, 1 H) 
ttSWffi. (FD-MS, m/z) :42 9 (M + ) 
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mmm 109 

N- {4- [ (6, l-V* r**>-4— fry UJU) *fr->] 7x-Jl/> - 
N / - (3-y f^7x^) -)U7 (5 5) 

6, 7-?y hfrv-4- (4-7;;7x; + y) fry"J > (51mg) £ 
hJl^y (5ml) fcflnfci^LfcgU 3-yf^7x^K7->7^-h 
(0. 2ml) fcflniU 1 55M8fln*««Lfco 8BI*?dd*W7* h > 
(10/1) T?B«lt-*5/U*y^7A^DTh^7-r-lwJ;t)|«B!U £ 
«©ffc£fc*4 lmg. 6«T»fco 

1 H-NMR (CDC lg . 500 MHz) : 5 2. 32 (s, 3H), 
4. 02 (s, 3H) . 4. 04 (s, 3 H) , 6. 43 (d, J=5. 5Hz. 
1H) , 6. 9 3 (d, J =7. 3 Hz, 1 H) , 7. 10-7. 2 2 (m, 6 
H) , 7. 4 1 (s, 1H), 7. 4 4-7. 4 7 (m, 3 H) , 7. 56 (s, 
1H) , 8. 4 6 (d. J = 5. 5Hz, 1 H) 

Ii^»Tl(FD-MS, m/z) :4 2 9 (M + ) 

*&mi 1 o 

N— (2-7;l-tP7x^) -N' - {4- [ (6, hfr->-4- 
fry a-frv/] (6 0) 

6, 7 -5M rfri/-4- (4-7;y7x; + -» fry 'J> (5 lmg) £ 
h;l/i> (5ml) izmfmmtti^ 2-7;l/to7xzHV^7*-h 
(0. 2ml) £Jn;U 1 5 aiBKnfK^ L fco nn*;l/A/7t h > 

(i o/i) -esBi-i-*'>u*y^*5A^n^h^57-f-KJ:*)iwiu m 

5 4 m g . 7 3 %T?mtz 0 
1 H-NMR (CDC l g . 500 MHz) : 5 4. 01 (s, 3H), 
4. 0 4 (s, 3H) , 6. 4 4 (d, J =5. 5 Hz. 1 H) . 6. 9 7- 
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7. 0 4 (m, 2H) , 7. 1 0-7. 1 2 (m, 3 H) , 7. 4 2 (s, 1 H) 
. 7. 49 (d, J=9. 2Hz, 2 H) . 7. 57 (s, 1 H) , 7. 7 3 

(s, 1H) , 8. 1 7 (m. 1H) , 8. 3 5 (s, 1H) , 8. 4 8 (d, 
J=5. 5Hz, 1H) 

»R#&fliS (FD-MS, m/z) :4 3 3 (M + ) 

mmmi 1 1 

N- {4- [(6, 7-'>V b*i/- 4-*J *)Jl) y^-M - 

N' --fafJl^UT (19 4) 

6. 7- ! Jt h*is-4- (4-7;y7x;+>') + J >) > (54mg) £ 
N. N-V*?)l7*)[,l.Tl K (3ml) Icft^PLfc^ "fu t'Jl^f y :>7* 
-h (0. 2ml) £flD*s 8 0rT2 4BS!TO*«#Lfco RlCttir***^., 

TttHLfco HETiSttHiU M*^nD*u/7*h> (1 0/1) 

5 9mg, IR$8 4«T»fco 

X H-NMR (CDClg, 5 0 0MHz) .6 0. 9 3 (m, 3H) , 
1. 5 5 (m, 2H) , 3. 2 4 (m, 2H) , 4. 0 2 (s, 3 H) , 
4. 02 (s. 3H), 5. 47 (t, J = 5. 5Hz, 1H) , 6. 41 (d, 
J=4. 9Hz, 1H), 7. 08 (d, J=8. 5Hz, 2H), 7. 39 

(s. 1H), 7. 43 (d, J=9. 2Hz, 2H), 7. 55 (s, 1 H) , 
7. 60 (brs, 1H), 8. 44 (d, J=5. 5Hz, 1 H) 

MbMfftl (FD-MS, m/z) :38 1 (M + ) 
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HWJ112 

N- {4- [ (6. 7- -J/ Y*i'-A-*J >)Jl) **c : A 7x-Jl) - 
N' - (4-7^-;ua;U*'-^7x-;l) frb7 (19 5) 

6, l- ! Jjf h*S/-4- (4-7;77x; + y) +7'J> (54m g) £ 
h;bx> (5ml) fcB»U. h'j7*^y> (5 3mg) &1g\^ 2 0#» 
aSittLfco Kf&&K4-7S ;<>V7*y > (8 5mg) ZMA.^ l^WJQ 

#£ff±u gi^^oo*W7th>' (io/i) -emmi-zi'VijYJi 

ft? A? a^> h J -\zk*)ffimU &B<D<t&fa&l 9mg> ^21% 

1 H-NMR(CDC1 3 , 500 MHz) : <5 4. 01 (s, 3 H) , 

4. 0 4 (s. 3H) , 6. 4 4 (d, J =4. 9 Hz, 1 H) , 7. 1 2 (d, 
J=9. 2Hz, 2H), 7. 41 (s. 1H) , 7. 46-7. 80 (m, 
12H) , 8. 14 (s, 1H) , 8. 3 0 (s, 1 H) . 8. 4 7 (d. J = 

5. 5Hz, 1H) 

mmftftm (FD-MS. m/z) :519 (M + ) 

£tt«113 

N-'vfrv'^-N' - {4- [(6, 7-vM h^^-4-^yj^) 
7x-;b} U7 (19 6) 

6, h*->-4- (4-7 ^ J 7x;*y) *>"J > (5 2m g) £ 

N. N-vM*-;W7*-«/i*7S K (3ml) fcjBIWLfcfc* 'MrS'^ 7 ->7* 
-h (0. 2ml) fcjo*., 6 0 *CT 1 5 B$Ml!lD*ME& L fco SUCttfcJjcfcjDiu 



WO 97/17329 



1 1 3 



PCT/JP96/03229 



TfttftLfco «ET*»*S*L^ ^?Do^W7-b Y> (10/1) 

6 3mg. JR^8 4%T$#fco 

! H-NMR (CDC 1 3 , 5 0 0MHz) : 6 0. 8 5 (m, 3H) , 
1. 2 5-1. 47 (m, 6H), 1. 5 0 (m, 2 H) , 3. 26 (q, d = 
6. 7Hz, 2H). 4. 02 (s. 3 H) , 4. 02 (s, 3 H) , 5. 68 

(brs, 1H), 6. 40 (d, J = 5. 5Hz, 1 H) , 7. 07 (d, J 
= 9. 2Hz, 2H), 7. 39 (s, 1 H) , 7. 44 (d, J=9. 2Hz, 
2H), 7. 55 (s, 1H), 7. 94 (s, 1 H) , 8. 43 (d, J=4. 
9Hz, 1H) 

n&ftVrm (FD-MS, m/z) :4 2 3 (M + ) 

mmmi 1 4 

N- (5— Oy-Jl) -N' -(4- [(6, 7-y^4->-4-t;'J 
;U) 7^-)l} frU7 (19 7) 

6. 7-^h + ->-4- (4-7i;7x; + -» (5 lmg) £ 

h;l/i> (5ml) lc!&®U YV7*7.Y> (5 4mg) &1m^ 1 2#R3j!jn 
&S3fELfco &£fcl::4-7iy (36mg) *fln*.. 3 6£P4HlDftt9 

SS^^oD*W7th> (10/1) T'jg^-T -5 y'J^^l/ fj 7 
-KJiOIIWIU SSO^^l 3mg, JR*1 6%T'ff 

X H-NMR (CDC 1 3 , 5 0 0MHz) : 6 2. 0 4 (m, 2 H) , 
2. 8 2-2. 8 6 (m, 4H) , 4. 01 (s, 3 H) , 4. 0 3 (s, 3H) 
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, 6. 4 0 (d, J = 5. 5 Hz, 1 H) , 7. 0 3 (m, 1 H) , 7. 0 8 
(d, J=8. 5Hz, 2H) , 7. 13 (m, 1 H) , 7. 32 (s, 1 H) , 

7. 40-7. 57 (m. 6H), 8. 44 (d. J=4. 9Hz, 1 H) 
M#tffti (FD-MS, m/z) :4 5 5 (M + ) 

tmm 1 5 

N - (3, h^->7x^) — N' - (4- [ (6, 

-4-*7'J;l/) 7x-;l/) OUT (19 8) 

3, 4-^y h-+->r-U> (4 2mg) £h;Ux> (5ml) lc*gft?U h 
»J*xy> (24mg) £in;U 22^3to^S^Lfc 0 5£ifclc6, 
h + ->-4- (4-7;;7x>+-» +y U > (5 lmg) (5 2mg) %m 

f-;bT'2lHl}4ttiL)t^#mM^fD^7K-e^Lx h U •> 

Lfc 0 MET&iSteSifcU H2E**oo*;l,A/7*h> (1 0/1) TgR! 

g^ JR^I 8%T^fco 

1 H-NMR (CDClj, 500 MHz) : 5 3. 84 (s, 3H), 
3. 85 (s, 3H). 4. 01 (s, 3H), 4. 04 (s, 3H), 

6. 43 (d. J = 4. 9Hz, 1 H) . 6. 75-6. 80 (ra, 2 H) , 

7. 10 (d, J = 9. 2Hz, 2H), 7. 16 (s, 1 H) , 7. 38 (s, 
1H), 7. 41 (s, 1H), 7. 45 (d, J=8. 5Hz, 2 H) . 7. 
56 (s, 1H). 7. 59 (s. 1 H) , 8. 46 (d. J=4. 9Hz, 1 
H) 

mmmm (fd-ms, m/z) =475 (m + ) 
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mmmi 1 6 

N- (3, 4-3Lj-\syy**ri/7 *-)\,) -W - {A- [(6, 7-v>V 
h*»>-4-*yj;u) 7x>;b) fruy (19 9) 

3, 4-xf-p>>?*^>7- , J > (8 0mg) £h;Ux> (5ml) icjgft? 
U HJx^;l/7v> (0. 5ml) &1$\z.iz''ik V V (5 0mg) £fln 

*x lBtPaW&ltiiLLfco SJ&&K6, h + >-4- (4-7;;7x 

+y U > (5 2mg) «:JD^ 1 0 0 ^PaMfciafc L fc 0 Kl£tffcK|S&& 

*;UA/7-trh> (10/1) -eS^S^'Jrty^rt-^A* h^77-f - 
KJ:0*ifSS!U »ft»62rag^ J»7 4%T#^ Q 
*H-NMR (DMSO-dg , 5 0 0MHz) : 6 3. 9 4 (s, 3 H) , 

3. 94 (s, 3H). 4. 19-4. 21 (m, 4 H) , 6. 43 (d, J = 

4. 9Hz, 1H) , 6. 74-6. 78 (m. 2 H) , 7. 09 (s, 1 H) , 
7. 17 (d, J = 9. 2Hz, 2H) . 7. 3 7 (s, 1 H) , 7. 5 1 (s, 
1H) , 7. 5 6 (d, J = 8. 5 Hz. 2H) , 8. 4 5 (d, J =4. 9H 
z, 1H), 8. 47 (s, 1H), 8. 69 (s, 1 H) 

@£#0HI (FD-MS, m/z) : 4 73 (M + ) 

£tt«117 

N-y ^jU-N- {4- [(6, 7->^ h4->-4-*yj;lQ :fr*v) 7 
-N' - (4-^ h^^^j:-;!/) frl/7 (2 0 0) 

(0. 2 7m 1) lc*& (0. 13ml) 60t:T2^jD 
tMSlftltio SMl:fh7t Kp77> (8ml) K&fl?Lrt:6, 7->>y b 
+ i/-4_ (4-7;;7x;+i/) *J ij > (3 0 3mg) £;&n/U mUiZX 
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EET*I«£S*U ig^^oo*W7-th> (10/1) -eK§8*-«v"J 
*TO7A^Q7 -KJ;9*t$!IU 6, h + y-4 - (4 

-*;l^;l/7 ;;7iy + -» *y U >£3 2 7mg^ c 
C<D6, h + i/-4- (4-t>;l/i^7;;7i; + y) 4-./ 'J > 

(3 1 7mg) £f- h5fc Kn75> (9m 1) njgftSU 7kffcffc7;b S A 
<Jf">A (181mg) £Jp;U SatT^BHWLfco RJC«fc«{b7>* 

■bh> (1 0/1) TrgH-rs->'J*Y;l'*7A$'n-7 h^7>r — t>fSSSi 
U 6, 7-5^y h*>-4- (4-^WU7W + -» U >£2 3 
9mg|fc 0 

CCD 6. 7-vV h*->-4- (4-^W;;7i; + i/) *y »J > (4 
9mg) ZhJlx-y (5ml) IcAUKtiSMP L fcSL 4-y h*«>7xi;KVi/ 
7*-h (0. 2ml) fcflDiU 1 2^BBJrtlMfilKLfce !»4^d*AA/ 
7-fe h > (1 0/1) T?R»t-S5"JrtWrt7^* Dvh^77-f-l:J;Uf 
S¥U &m®it&V}*4 7mg> ft* 5 1%T^ 0 

1 H-NMR (CDClg, 500 MHz) : 6 3. 38 (s, 3H), 
3. 7 7 (s. 3H) . 4. 05 (s, 3H) . 4. 0 6 (s, 3 H) , 

6. 14 (brs, 1H), 6. 59 (d. J=5. 5Hz, 1 H) , 6. 82 
(d, J=9. 2Hz, 2H), 7. 21 (d, J = 9. 2Hz, 2 H) , 

7. 29 (d, J=9. 2Hz, 2 H) , 7. 44 (d. J = 8. 6Hz, 2 H) 
, 7. 4 5 (s, 1H) . 7. 5 2 (s, 1 H) , 8. 5 5 (d. J =5. 5H 
z, 1H) 
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IiMI(FD-MS, m/z) :45 9 (M + ) 

wmi 1 8 

N->f;l/-N-7x^-N / - {4- [(6, 7-^^'>-4-4; 
U;lQ 7^-;!/} frl/7 (2 0 1) 

6, 7-vJ/h* ; >-4- (4-7;;7x; + -» *;'J> (7 2mg) * 
Mkr> (7ml) l=«WU hU*;*y> (5 2mg) £fln*.x 3 BtRM&il 
$Lltz 0 RiE«fc:N~yf-;U7->;> (0. 0 5ml) SrfllPU IBtRMNOfflE 

±u sat^^Do^^A/T-fe h> (lo/i) ■eaw-r*->»;*y;u*7A 

1 H-NMR (CDC lg . 5 0 0MHz) : 6 3. 3 7 (s. 3H) , 
4. 04 (s, 3H), 4. 04 (s, 3H), 6. 32 (b r s, 1 H) , 
6. 41 (d, J=4. 9Hz, 1H), 7. 07 (d, J=9. 2Hz, 2H) 
, 7. 37~7. 53 (m, 8 H) . 7. 54 (s, 1 H) , 8. 45 (d, J 
= 5. 5Hz, 1H) 
§S*£#Hi (FD-MS, m/z) :42 9 (M + ) 

£Jfe0J119 

N-y^JU-N- (4-y h*isy*-)l) -N' -J3-JI-N' - {4- 
[(6, 7-'JS Y* ; s-4-*J V)V) 7*-M 7 1/7 (202) 

N- (4-y h + ->7x-Jl.) -N' - {4- [ (6, 7-5> j* h**>-4- 
+ y«J;U) 7x-Jb} ->U7 (99mg) £N, N-v^^;U*;l,A7 

5 K (3ml) iztmu TKfttft^M^A (4 2mg) ZtiQZ.^ ^{3T2 0 
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£ratt#Lfc$3*ffc;<* L ;U (0. 0 3ml) ZtDz.^ 1 Efffimft L fc Q 

££?on*;UA/7-t? h> (10/1) T'Jg^-T5 > U fttfJlij? A? dv h 

1 H-NMR (CDClg, 500 MHz) : 5 3. 23 (s, 3H), 

3. 24 (s. 3H). 3. 75 (s, 3H) , 4. 05 (s, 3 H) , 

4. 06 (s, 3H), 6. 27 (d, J = 5. 5Hz, 1 H) , 6. 69 (d, 
J = 8. 5Hz, 2H), 6. 81 (d, J=9. 2Hz, 2 H) , 6. 89 
(d, J = 9. 2Hz, 2H) . 6. 91 (d, J=9. 2Hz, 2 H) , 7. 
42 (s, 1H), 7. 51 (s, 1H), 8. 53 (d. J=4. 9Hz, 1 
H) 

matt®. (FD-MS. m/z) :4 7 3 (M + ) 

H«I0IJ1 2 0 (##«D 

3. 4-y^oo7x^4-> ht'>7x^»h> 

Tfj8Ri£©-bay (1 0ml) <K rUIRa©7-V--rt/ (1. 0 8 1 g) 
<tmfiSS©3, 4-^DD^^^a»JK(2. 0 9 5 g) irUBRSGM 
yr;Hf«7A(IID h>J7Atn/^>x^**-h (6 2 0mg) *jDi % 
6 0tlCT81$rail#Lfco SJ6»^£*£*nn*wUAT&®tJL ?nn* 

&m®1t&®* 270mg>iR^10 %T'^fco 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 6 3. 90 (s, 3H) , 
6. 98 (d, J = 9. 2Hz, 2H). 7. 56 (s, 1 H) , 7. 58 (d, 
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J = l. 8Hz, 1H), 7. 79 (d, J=9. 2Hz, 2H), 7. 84 
(d, J = l. 8Hz, 1H) 

e»##Ht (FD-MS, m/z) : 2 8 0 (M + ) ,2 8 2 (M + +2) 

HWJ121 

3. 4-^do7x-;1^ 4-b Kp^->7x-^ »h> 

> (2 35mg) ^-^pd^> (2ml) K&J&U *#T1. 0M-fo> 
h'j^ni K-S^ooy*>fg& (7ml) £flnx.. 2 Bfejf # L 

^S^^^KtK^* U\ tK £ ? a o * ;!/ ATtMS Lfc Q ? n d * AJI£&7kfijit 

7 3mg, iK$7 7%Tl§fco 
1 H-NMR (DMSO-dg , 5 0 0MHz) : <5 6. 9 1 (d, J = 
8. 5Hz, 2H), 7. 62 (dd, J = l. 8, 8. 6Hz, 1 H) , 
7. 68 (d, J=8. 5Hz, 2H), 7. 80 (d. J=7. 9Hz, 1 H) 
. 7. 85 (d, J = l. 8Hz, 1H). 10. 55 (s, 1 H) 
®«7>#fll (FD-MS, m/z) : 26 6 (M + ) . 26 8 (M + + 2) 

{4- [(6, 7-^h^i/-4-t;'J^)^->] 7x-;l/) (3, 4 

-y»DD7i-ji/) (177) 

7m>%mT^ fUfeffll 2 l-e^3, 4-^oo7i-;b 4-tKo 
+ '>7x;;l (15 4mg) 1 4 - 7^1/ 7 S J t° U 5> > (7 7mg) 

^+'>L/> (5ml) ttj^An^a*ft^L/io 3NFf^4-^na-6, 7- 
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i?/ h + i/+y»J > (1 2 9mg) £JD;L. 2 1 mffltiQMMtiiltLo EJ&M&to 

74? h> (2/1) TJg^5^->U^W^a-7h^77>f-{c c i;«9ltMU 
£H©ffc&*&* 8 1 m g. iR^ 3 1 ^T^fco 

1 H-NMR (CDC lg , 5 0 0MHz) : <5 4. 0 3 (s. 3 H) , 
4. 0 7 (s, 3H) , 6. 6 8 (d, J = 5. 5 Hz, 1 H) , 7. 2 8 (d, 
J = 8. 5Hz, 2H), 7. 46 (s, 1 H) , 7. 47 (s, 1 H) , 
7. 60 (d, J=8. 5Hz, 1 H) , 7. 66 (dd. J=l. 8, 8. 6 
Hz, 1H), 7. 90 (d, J-9. 2Hz, 2H), 7. 91 (d, J = 
1. 8Hz, 1H), 8. 60 (d, J=4. 9Hz. 1 H) 

MAftVrm (FD-MS, m/z) :4 5 3 (M + ) , 4 5 5 (M + +2) 



flife0J12 3 
4 - (4 - fc Kn* S"<> W ^) ^ h 'J ^ 
&5fe0J2 2THrt:4- h »j-n-yf-^f->- 1 -y h + ->yf;l/7x;-^ 
(1. 28 2 g) tmBRa c S04-v/Ty^>7^^^o'J K (4 9 7mg) 
on*;!, A (5ml) KflUPU rfjflfoS® k** (h'J7x-M^7-f » /«5 
i?7A (II) ^o'j K (8m g) £A*U 1 1 NfFaJfln*fciIM L fz 0 Kfcm&fat 

VAT~&MltZo WErfm&£&.fttzmm. (8 5 9mg) £f-h5bKo75 
> (2ml) tzmmti^ 7K (5ml) t 6 N£g?7ki§& (1 2ml) £JlJ;LT 
4B$ffl&]»*ttLfco mjSM&lh&mi&it+ b 'J * an*;kM? 
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*>*SS!U £®Dffc£ft*2 5 Omg. JR¥3 7%tr^ 0 

1 H-NMR (DMSO-d c , 500MHz) : <5 6. 91 (d, J = 

b 

9. 2 Hz, 2H) , 7. 6 7 (d, J =8. 5 Hz, 2 H) , 7. 8 0 (d, 
J = 7. 9Hz, 2H), 8. 01 (d, J = 8. 6Hz, 2 H) , 10. 57 
(s, 1H) 

KfbJtJffit (FD — MS, m/z) :2 2 3 (M + ) 
HJfePJ12 4 

4- {4- [ (6, 1- ! J* h*->-4-*y'J;lQ Ky^/yfM K 

>V > _m;U ((17 8) 

T;l/n*>m^T^ 2 3-e^fc4- (4-h Kn*M^;l/) O 

Y (2 3 Omg) t 4 - : J* =J-to7 I J b°'J ->> (1 3 8mg) 
L>> (5ml) ^Atl^^H^L/Co 1«4-?do-6, 1- : J* h 
*i/*/»J>(230mg) £2lD>U 2 0 B^n&i!2fc L tz Q fcfcm&®i£t!m 

^Jl'-emM&'&t? u u*)l>A-?mffit Zis>)ijYJl>?u-? h^77^-i:i!)i 
l&H&s Mfc ? o a *A,A/»I|xf-;U ( 5 / 1 ) T'SBTT SMU •> U * o 
■7h^7^>f-{c«kD^S!iU ^@©ftM5£l 9 9mg. tt*4 7K-C»fc 0 

1 H-NMR (CDC lg . 500 MHz) : S 4. 03 (s, 3H), 
4. 06 (s, 3H), 6. 68 (d, J=5. 5Hz, 1 H) , 7. 29 (d, 
J = 8. 5 Hz, 2H) , 7. 4 5 (s, 1H) , 7. 4 6 (s, 1 H) , 
7. 82 (d. J=7. 9Hz, 2 H) , 7. 90 (d, J = 8. 6 Hz, 2 H) 
. 7. 91 (d, J = 8. 5Hz, 2H), 8. 60 (d, J = 5. 5Hz, 1 
H) 
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MS#tfrfI (FD-MS, m/z) :410 (M") 

mmmi 2 5 o&sm 

rfTKp° ©- h n y ^ > (10ml) 4\ rfifi5S©7-V-^ (1. 0 8 1 g) 
<hmi£&©2-y ^l/'OvV^o "J K (1. 5 4 6g) imBSS©^ v t)1 
t*-7A(III) hij7;l/ta^^>xW~h (6 2 0mg) £fln>U 6 Otic 

TimrmwLfio mmm&mzwm 1 2 0 <ti^©#&T-#yiu gas©<t; 

£$£1. 6 7 9 gx JR*7 4%T*i#fco 
M##Hi (FD-MS, m/z) :226 (M + ) 

HWJ12 6 (##TO 

4-b Kp^>:7x— ;U 2 -^f-;l/7 x~;l/ frh> 

HJS0I12 5Tiirt:4-* h + >7x^-;U 2-^f^7x-;l/ >7-h>(l. 
66 Og) ^^dd^A (1 0ml) Ki&JBU *#T1. 0Mtfa>h'J;7* 
o~ K-i?^oDy^>M(29ml) £fln;U MS^Jt^Lrto llftl£#& 
Mfcl. 0M#n>M)7cU F-^nn^>»it (1 5ml) £r2jQ;U & 

u*2imftLtzmu&m&®*:mmmi 2 1 i^tc^-e^eu mmnit 

£^3£l. 50 1 gx JR^9 6%-el#/io 

1 H-NMR (CDClj, 500 MHz) : 6 2. 30 (s, 3H), 

6. 87 (d, J=8. 5Hz, 2H), 7. 22-7. 29 (m, 3H), 

7. 37 (td, J = l. 2. 7. 3Hz. 1 H) . 7. 73 (d. J = 8. 5 
Hz, 2H) 

MbMJNt (FD-MS, m/z) :212 (M + ) 
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f£»J12 7 

(4- [(6, 7-yy 'J^) t^->] 7x-^} (2-y 

f^7x_;^) y *y > (18 0) 

TJlrfy^MT, H«I1 2 6Tf#fc4- t Fn + y7x^ 2-y^;b:7 
x-A (1. 3 3 4 g) <?: 4-^^ f-;UT S 7 t°U v> (8 4 5mg) 

£*i/U> (15ml) *^Aft£fi4*#Lfco 1«4-?od-6, 7 
b*i/*y U > (1. 4 0 6 g) £flU/U 2 3Nf^IA]M3B%L^o kiss 
^l^tafD^*S^ h U V ATK^i ^ n a AT^SSU * n d * Jl/AJg 

V/IHfctf^l/TKRlOfc* a a *^AT?a§ai-5 'J h^7-( 
Ml^+l^/T-fe h> (2/1) TKKr*-*SB->>;*y;l' 
^uvf^^-fc^ftglU mm<D<t&Sa*l. 258 g. iR$5 0%T 

1 H-NMR (CDClg, 500MHz) : £2. 37 (s, 3H), 
4. 02 (s. 3H). 4. 06 (s, 3 H) , 6. 65 (d, J=4. 9Hz, 
1H) , 7. 2 3 (d, J =8. 6 Hz, 2 H) , 7. 2 5-7. 3 5 (m. 
3H) , 7. 3 9-7. 4 2 (m, 1H) , 7. 4 5 (s, 1 H) , 7. 4 6 
(s, 1H), 7. 91 (d. J=8. 5Hz, 2H), 8. 57 (d. J=5. 
5 Hz, 1H) 
n&ftmm (FD-MS, m/z) : 3 9 9 (M + ) 

(3- [ (6. 7-S?y h*>-4-*y UJU) 

*y > a 8 1) 

4-?nn-6, 7-v?y h + v'+y U > (11 2mg) irfilSS© 3 - t K 
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d+^>-/7x7> (2 9 7mg) £fi£U 1 7 Ot;#l 0#H«#Lfc&. 
RiEfi^^-N+lfv/T-b h > (2/1) Wt^ily'J^^^DTh 
?^7>r-{;:«fct>ffifS!U SSO{^Ml2 6mg, 6 5 Jratfco 

1 H-NMR (CDClg, 90Mz) :54. 04 (s, 3H), 4. 05 
(s, 3H), 6. 53 (d, J =5. 3Hz, 1H), 7. 34-7. 88 
(m, 11H), 8. 53 (d. J=5. 3Hz, 1 H) 
mmftftm (FD-MS, m/z) :385 (M + ) 



HWJ2 2Ti#*:4- h D-n--/^;Uf->- l -y h + ->yf ;l/7x;-;l. 
(1. 28 2g) irfJaSa° a ©2-7U'<;U^D 'J K (3 9 2mg) ^^ddW 
A (5ml) Kigj$U miSSO^x (h 'j7i-;^-X7^ >) /^S^A 

(id *d>j k (8m g ) *a*u i mmmmitzo fcfcm&vazmbm2 s 

Lfco mE-r®m&£&mfzmm (6 6 2mg) ^fh7tKo77> (2ml) 
Tjc (5ml) ±6Nim*mm (12ml) ^JP^T 3 NfPH^S 
SKLfco S£S£r#r£IUfem 2 3<tl^fi©;£&T&3iU mm<D4t&®*2 1 
8mg, JR$3 9%T**#fc 0 

1 H-NMR (DMSO-dg , 5 0 0MHz) : 66. 7 6 (d d. J = 
1. 2, 3. 1Hz, 1H), 6. 91 (d, J=8. 5Hz, 2 H) , 
7. 33 (d, J=3. 1Hz, 1H). 7. 87 (d, J = 8. 5Hz, 2H) 
, 8. 06 (d, J=l. 2Hz, 1H), 10. 39 (s. 1 H) 

©S##Hl! (FD-MS, m/z) :188 (M + ) 
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mmmi so 

{4- [(6, 7-->7 h^->-4-^7 'J^) ^->] y ^ 
*9 Jy (18 2) 

7>iUn*>^rK HlfeWl 2 9T^2-7o>f;l, 4-t Kn + ->7x-A 
y h > (2 0 5mg) <h 4-> ! ^f-;U7^ 7 f>Jy> (1 4 6mg) 
> (5ml) 4^A*i£iB+JI#Lfco H$ia&4-*no-6, 7-^h + 
•>*yj > (2 4 4mg) 2 0 Btt&ftJMM L fc 0 Si6fi^»*l»DK 

1 H-NMR (CDC lg , 500 MHz) : 6 4. 03 (s, 3H), 
4. 07 (s, 3H), 6. 63 (d d, J=l. 8, 3. 7Hz, 1 H) . 
6. 65 (d, J=5. 5Hz, 1 H) , 7. 28 (d. J=8. 5Hz, 2 H) 
, 7. 32 (d. J=3. 7Hz, 1 H) , 7. 47 (s, 1 H) , 7. 48 

(s, 1H), 7. 73 (d, J = l. 8Hz. 1 H) , 8. 14 (d, J = 
9. 2Hz. 2H), 8. 58 (d, J=5. 5Hz, 1 H) 

Mft##r*I (FD-MS, m/z) :375 (M + ) 

mmm 1 3 1 (#%#i) 

TfJflKS©-huy (5ml) 4\ rfJH5i£©7- V-Jl (5 4 lmg) £Tfi 
SSS0 3-yf-;bK>y>r J 'U^oi; K (7 7 3mg) irfJRSOZ* > S^«7 A 
(III) hVyjlXa* ?>X)l**- h (4 9mg) «-tD^ 6 O^lCTl l&fl! 
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(FD -MS, m/z) :2 2 6 (M + ) 

mmmi 32 c#%«d 

(603mg)^y^oo^> (3ml) fc»#U *#T1. 0M-fo>h 
'J7-D; F-^od^>M (11ml) £fln*.x mfi*«#Lfc 0 2 21$ 
HS&RJSfi^*HifcW 1 2 1 £I^©#&-«JIU £«©ft£«D£3 1 6 m 

1 H-NMR (DMSO-dg , 500 MHz) : 6 2. 38 (s. 3H), 

6. 89 (d, J=8. 6Hz, 2H) , 7. 37-7. 47 (m. 4 H) , 

7. 65 (d, J=8. 6Hz, 2H). 10. 42 (s, 1 H) 
®«##r<fi (FD-MS. m/z) :212 (M + ) 



$mmi 3 3 

(4- [(6, 7-^/ h»->-4-»; tt->] 7x~M (3-y 
f-;U7x-;u) y^y > (18 3) 

7;l/=/>5WET* SI««13 2T»fc4-hKD*i/7*-^ 3-y*;U7 
x-;l/ ^rh> (307m g) i 4 - $>y f-^7 $ J t°U 2>> (19 4mg) £ 
(5ml) (f^nifi4«»Lfco lNpra^4-^an-6, 7-S> 
^ h*'>*yj> (3 2 4mg) £fti;U 2 3 &MADift9% L fc 0 Kfc*!^* 
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mmm 1 2 2 1 mm^mr^m u mmo^m^ 262m g> iR^45%-e 

1 H-NMR (CDClg, 500 MHz) .6 2. A A (s, 3H), 
4. 03 (s. 3H), 4. 06 (s, 3H), 6. 66 (d, J=4. 9Hz, 
1H), 7. 27 (d, J=8. 6Hz, 2H), 7. 38 (t, J=7. 3H 
z, 1H), 7. 41 (d, J=7. 3Hz, 1 H) . 7. 46 (s, 1 H) , 
7. 4 9 (s, 1H) , 7. 5 9 (d, J = 7. 3 Hz, 1 H) , 7. 6 4 (s, 
1H), 7. 93 (d, J=8. 6Hz, 2 H) , 8. 57 (d, J=5. 5H 
z, 1H) 

MSMfrtt (FD-MS. m/z) : 3 9 9 (M + ) 

Hifeflll 3 4 (##0D 

4 - h Kd4^'>7 x-=.;l> 4-— ho7x-;l/ Y h> 

^»J2 2T^4- M-n 1-y h + ->^f;l/7x;-;l/ 
(1. 28 2 g) £ffifl5o°D®4--hD'<>y'OU*ay K (5 5 7mg) 
on*^ (5ml) lci§A?U rfflfoSOk** (h'j7x-;l/^7>r » ^-7 
(II) ? o U K (8mg) £A*U 2 3 $Hft]JN«*fE L fc 0 SiCSM^ 
Miffed 2 3 iRI»o^ftT^a^*WwJ:0#*i-7-;bJI*^iHI , T^*5' 
•fA-elfc&Lfco «ffTfci*®£&*#fcS$ai (1. 0 47 g) *rh7k Kn7 
7> (4ml) li&#ifc-t*\ tK (5ml) £6N£tt*fttt (1 5ml) *Jni 
TlUfeSn^SSEL^o £JfiB&tt&&ffim 2 3<tl^©7ji*-e&SU ^H© 
-fb^^ 398mg x iR$55 %THfc 0 

1 H-NMR (DMSO-dg , 5 0 0MHz) : 5 6. 9 2 (d, J = 
8. 6Hz, 2H), 7. 69 (d, J=8. 6Hz, 2H) , 7. 89 (d. 
J = 8. 5Hz, 2H), 8. 36 (d, J=8. 5Hz. 2H), 10. 62 
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(s, 1H) 

nmftftm (FD-MS, m/z) :24 3 (M + ) 

{4- [ (6, h*->-4-*7 lW 7 *-M (4~- 

hQ7x^) y 9 J y (18 4) 

7^3V^Tn HSfefll 13 4 X'&tz 4-tKD + -/7xz;b 4 h d 7 
i^jU yh> (3 7 0mg) <h4-> p y^^7 i; fU •>*> (2 0 4mg) £ 
*->U> (5m 1) 4^Aft£fl*«*Lfco 1W4-^od-6, l-'J 
9- Y*^*J U > (3 4 Omg) &in;U 2 3 NrfifttaftAffi L fc 0 BtitM&to* 

n«n 3 o tmm<Di5&r~mmu mmoit^m^2 3 8m g , jr« 6%-e 

1 H-NMR (CDC l g , 5 0 0MHz) : 6 4. 0 3 (s, 3 H) , 

4. 0 7 (s, 3H) , 6. 6 9 (d, J =4. 9 Hz, 1H), 7. 2 9 (d, 

J=8. 5Hz, 2H), 7. 44 (s, 1 H) , 7. 47 (s, 1 H) , 

7. 93 (d, J=9. 2Hz, 2H), 7. 96 (d, J=8. 5Hz, 2 H) 
, 8. 37 (d, J=8. 5Hz, 2H), 8. 60 (d, J=5. 5Hz, 1 
H) 

nm&Vrm (FD-MS, m/z) :43 0 (M + ) 

nmm3 6 mnm 

HWJ2 2T^4- h y-n-7 , *;U?->-l h*Wf*7x;-A 
(1. 282 g) tmflRSiCDf^a^n^^^D 'J K (6 6 4mg) ^dd* 
(5ml) IC&JSU miSa©t*X (hiJ7x-^7^» 



WO 97/17329 PCT/JP96/03229 

129 



(II) *nij K (8mg) £Aft> lftJlD*MB«ELfco SJ&M^^HWJ 2 3 

Lfco «ET««ES**^fcag (1. 0 3 Og) *fh7tKo77> 
(2ml) 7k (5 m 1) <!: 6 N (1 2m I) *DniT 

io.5 b^im^ l tz 0 fflbm&tozmsm 1 2 3 i Hiojatu u 

^ffiOfk^tt* 212mg. JRM9 %T^Aio 

1 H-NMR (DMSO-dg ,500 MHz) :<56. 15 (s, 2H), 
6. 88 (d, J=8. 6Hz, 2H), 7. 04 (d, J=7. 9Hz, 1 H) 
, 7. 21 (d. J = l. 2Hz, 1H), 7. 24 (dd, J = l. 8, 7. 
9Hz, 1H), 7. 62 (d, J=9. 2Hz, 2 H) , 1.0. 34 (s. 1 
H) 

ffftfrtfrM (FD-MS, m/z) :24 2 (M + ) 



H«ll 3 7 

{4- C (6. 7-^h4->-4-^'J;l/)t4->] (3, 4 

-^fi/>m->7x^) (18 5) 

7^=r>§BTK fUfefl]l 3 6Tr^4-t Fd + ->7x^ 3. 4->f- 
lx>v?^-+i/7 J L-;U >rh>(202mg) b. 4 — V / 3- )IT i J \£ -J 1/ 
(112mg) £*i/l>> (2ml) *^Aft£&*lE# Lfco HSrHMU-* 
nn-6, 7-i>^ h*i/*JV> (18 7mg) £fln;L. 2 0^ftlili8^l 

^ 0 sieaE^sr«-imwi 2 4 i^o^Miu mmoit&mzi 35m 

g, ©3 8%T^^o 

1 H-NMR (CDC 1 3 . 5 0 0MHz) : 8 4. 0 4 (s, 3H) , 
4. 0 6 (s, 3H), 6. 0 9 (s, 2 H) , 6. 6 4 (d, J =4. 9 Hz, 
1H), 6. 89 (d, J = 7. 9Hz, 1 H) , 7. 26 (d. J=8. 5H 
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z, 2H), 7. 38 (d, J = l. 8Hz, 1H), 7. 41 (dd, J = 
1. 8, 7. 9Hz, 1H), 7. 46 (s, 1 H) , 7. 49 (s, 1 H) , 
7. 88 (d, J=8. 5Hz, 2 H) , 8. 57 (d, J=4. 9Hz, 1 H) 
3CS##HI (FD-MS, m/z) : 4 2 9 (M + ) 

mmm 1 3 8 mnm 

miSS.©- h n t * > (1 0ml) 4\ mBRS©T-V-;U (1. 0 8 1 g) 
£rtS|RS®3- (h 'J 7;M-n^;l,) K>^;^diJ K (2. 0 8 6 g) t 
rtJ|5 D a D©-f *f-;H?"*A (III) h 'J7^n^>^;^*- h (62 0mg) 
£fl[]/U 6 0°C»rTlifetS^L^o Kl&»&«j£fS!te0!! 1 2 OiiiOSftfte 
3U mme>it&®*7 1 9mg, JR$2 6%T*'&tz 0 

^-NMR (CDClg, 5 00MHz) : <5 3. 91 (s, 3H). 

6. 99 (d, J = 9. 2Hz, 2H) . 7. 60-7. 64 (m, 1 H) , 

7. 80-7. 83 (m. 1 H) , 7. 82 (d. J=8. 5Hz. 2 H) , 
7. 93-7. 94 (m, 1 H) , 8. 01 (s, 1 H) 

Wmftmm (FD-MS, m/z) :28 0 (M + ) 

nsfe^ji3 9 (m*m> 

3-hVy)l*nt=f-)l7x.-Jl 4-b Kn^>7aL~;l/ frh> 
fUfcflJl 3 8T^rt:3- h 'J 7;1/*d * Tb? *->l< A-/ ht->7x-;b 
*h> (6 5 7mg) £N. N-^f^A7; K (35ml) Ki&JBU 
+ h U -7 Af-** h + '> K (411ml) «m;U T^^>SaftT7«FlBHnJWB 
fliLfco KJSS^tt^HtkM3 3 iiHHto^fifeTmSLx 33S©ft&&j£4 5 4 
mg. iK^7 3%-e*§fco 
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H — NMR (CDClg, 5 0 0MHz) : <5 5. 8 5 (s, 1 H) , 
6. 94 (d, J=9. 2Hz, 2 H) , 7. 62 (t, J = 7. 3Hz, 1 H) 
, 7. 78 (d. J = 9. 2Hz, 2 H) , 7. 83 (d, J = 7. 3Hz, 1 
H) , 7. 9 3 (d, J = 7. 3 Hz, 1 H) , 8. 0 1 (s, 1 H) 

HSfe0U4O 

(3- h *)7Jl*a*1-Jl,7 {4- [(6. h^->-4-^ 

JVJl<) 7x-;U} *9J> (18 6) 

rhymer, mmmi3 9T'mt:3-h i )7)i*un-ji7^-ji 4- 

bKo + y7x-;l/ *r Y > (4 3 2 m g) t 4 d d - 6, 7-5?>h + '> 
*J >J > (3 6 3mg) ^vif-U>^U =i-;l/5?>f-;l/jc— r^U (1 0ml) 

icsips-e, 1 6 or+i ii^r»^i§^Lfco RiEfi^»*iafng»!k*^ h 

<5*>U ii>f)\/9 u-7 h^77-f — MJ;(9 If S¥©^ Mir ^ n n * JbA/jftftjn?- 

^ (5/1) T'S^-r5^®i/'J^y^^Pvh^5 7>f-Jl<i:t)flS5!U ^JS 
(OitGim*: 2 0 4 m g x iRa? 2 8 %T?'&fz Q 

1 H-NMR (CDC1 3 , 500 MHz) : 6 4. 03 (s. 3H), 
4. 07 (s, 3H), 6. 69 (d. J = 4. 9Hz, 1 H) , 7. 30 (d, 
J = 9, 2 Hz, 2H) , 7. 4 7 (s. 2H) , 7. 6 6 (t. J = 7. 9H 
z, 1H). 7. 87 (d, J = 7. 9Hz, 1 H) , 7. 92 (d, J=9. 
2Hz, 2H), 8. 00 (d, J = 7. 9Hz, 1 H) , 8. 08 (s, 1 H) 
, 8. 60 (d, J=4. 9Hz, 1 H) 

®S#tfriI (FD-MS, m/z) :4 5 3 (M + ) 
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rfrlRS©- h o * * > (5ml) 4:, rfflRSOT- V-^ (0. 5ml) irfT 
IfoS© •> ? d <J K ( 0 . 6 3ml) £ rfTflSiSO'f v "rJl 

h^AQII) h'j7^o^>xW-h (2 8 8mg) £Jd;U 6 0°C<c 

^D7h^77>f-l:«tt)^U £fii®{fc£tti£5 1 7mg. JRi£51%-e*f 

1 H-NMR (CDClg, 500 MHz) : 6 1. 21-1. 88 (m, 
1 OH) , 3. 19-3. 2 5 (m, 1 H) , 3. 8 7 (s, 3 H) , 6. 9 3 
(d, J = 9. 2Hz, 2H), 7. 94 (d, J=9. 2Hz, 2H) 
Il^lffI(FAB-MS, m/z) :2 19 (M + +l) 

HJ60U4 2 

4 - i/ ? n^fr y 1 - 1 Kn * >-tf > 
^Jfefljl 4 l^^-v^o^+WUrt^tf^U- 1 -/ h + i/O-lf > 
(5 17mg) £N, N-v?yfWA7 5 K (20ml) lcfcjJ?U N »J 
VA?*t h + -> K (5 3 8mg) fcjD*.. 7^3'>^MT1 ^ratn^ii^L^o 

4 8 7mg N JRSg9 39ra§fco 
1 H-NMR (CDCL. 500MHz) :<51. 23-1. 88 (m, 
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10 H), 3. 19-3. 25 (m, 1H), 6. 06 (brs, 1H), 
6. 89 (d. J=8. 6Hz, 2 H) , 7. 90 (d, J=8. 6Hz, 1 H) 
SM#0Ht (FD-MS, m/z) :2 0 4 (M + ) 

mmm 143 

4 -v? p^4^>;Uft;l/#— 1 - [ (6, 7-S>7 h^->-4-^y 'J;l/) 
^S/] ^O-fcf y (1 8 7) 

7>»l/^>^Tx gfomi 4 2T*^fc4->'^n'\+>;U*^*'^- l-t 
Kn+^>-if> (2 7 3m g) d: 4-^ no - 6, 7 - 5? ^ z/*J 'J > 
(lOOmg) «:^xf-U>^i;r3-;l/v;yf-;l/i-T-;l/ (0. 2ml) Krgft? 
Si>\ 1 6 0W3 O^HlftLfco ®£«^£ISfdgffltek** h U frAjjc* 

1 H-NMR (CDClg, 500 MHz) : 5 1. 21-1. 93 (m, 
10H), 3. 2 4-3. 2 9 (m, 1 H) , 4. 0 3 (s. 3 H) , 4. 0 6 
(s. 3H), 6. 60 (d. J=5. 5Hz. 1H), 7. 24 (d. J = 
8. 5Hz, 2H), 7. 45 (s, 1 H) . 7. 47 (s, 1 H) , 8. 05 
(d. J = 8. 5Hz, 2H) . 8. 55 (d, J=5. 5Hz, 1 H) 
(FD-MS. m/z) :39 2 (M + +l) 

fUfe#I14 4 (#%0D 
2-F'j7;l/tD^f;^7x-;l/ 4-y ht->7x^ frh> 
rfflRS©— ho**:/ (1 0ml) ^ TUKS©7-V-;U (1. 0 8 1 g) 
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irfjB5S©2- O 'j7^o^f;l/) ^>7>0!^d»J K (2. 0 8 6 g) £ 
tfflfLm®* vr-JlWMim h l )7Jl>*at ?>x^**-b (6 2 0mg) 
fcfll*.* 6 0 °Cizx 6 BSmtitft L fc 0 SJEfi^ft** £ ? o n A-e#IiSL 

? o p K^j+mzmttim-? * ate* Lfcau tisrftmm&L-z&tL 

il^+t >/ftixf ^TSit -5 ■> 'J □ ^ h ^7 7 ^ - ia 0 i| 

WL 8B©ffc£4&*l. 4 0 2 g. K$5 0%T^ o 

1 H-NMR (CDClj, 5 0 0 MHz) : 5 3. 88 (s, 3H), 

6. 93 (d, J = 9. 2Hz, 2 H) , 7. 37-7. 39 (m, 1 H) , 7. 

60-7. 63 (m, 2 H) , 7. 75 (d, J = 9. 2Hz, 2 H) , 7. 7 

3-7. 7 8 (m, 1H) 
S£*#tfHfi (FD-MS, m/z) :2 8 0 (M + ) 

fuim 4 5 m^m> 

2-h'J7Moyf^7x^l/ 4-b Kd4-->7x~;U >r h > 
UteMl 4 4^7t2- h 'j7^D^f;l/7x-;l/ 4 -y ^i/7x-;b 
*h>(l. 4 02 g)£N. N- if* *)\,*)\,KT I K (1 5m 1 ) tzfeML 
7-MJ7mn*->K (8 7 7mg) £Jn*.. 7;l^>mffiT4B$P^!ra?^ 

1. 05 0 g. JR^7 9%T-*#7t 0 
X H-NMR (CDC1 3> 500 MHz) :5 5. 8 8 (s. 1H), 

6. 87 (d, J = 8. 5Hz. 2 H) . 7. 3 7-7. 3 8 (m, 1 H) , 

7. 58-7. 6 3 Cm, 2H). 7. 71 (d, J=9. 2Hz, 2 H) , 7. 
7 6-7. 7 8 (m, 1 H) 

W&fttirm (FD-MS, m/z) : 2 6 6 (M + ) 
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mmmi a 6 

(2-h'J7^tDy^7x^) {4- [(6, 7-->7 
J 'J AQ 7x-;b} y 5 J > (3 5) 

7;l/^>««rF> HttW145"r»fc2-h»;7;U*nyf-;U7x-;U 4- 
kH'D^->7x^ yh> (9 59mg) t 4 - S?y ^JbT $ J fc'U y> > (4 
84mg) £*«>U> (7ml) +^AnM4»if # L fc 0 H$M«4-*aD 
-6, 7-i^ (8 0 5mg) *fln>U HfeDn^il«EL3to K£ 

«&$f£IS«Jl 3 Otl^W&T'&SU «B©^fc^»*8 9 9m g> JR$ 

1 H-NMR (CDC l g , 5 0 0MHz) :54. 01 (s, 3 H) , 

4. 06 (s, 3H), 6, 67 (d, J = 5. 5Hz, 1 H) , 7. 22 (d, 

J = 9. 2Hz, 2H), 7. 42 (s, 1 H) , 7. 42-7. 44 (m, 1 

H) , 7. 45 (s, 1H) , 7. 62-7. 68 (m, 2 H) , 7. 80- 

7. 8 1 (m, 1H) , 7. 8 7 (d, J =8. 6 Hz, 2 H) , 8. 5 8 (d. 
J =5. 5Hz, 1H) 

M##Ht(FD-MS. m/z) :4 5 3 (M + ) 



$mmi4 7 (##0J) 
4-n~7 , f;l/7x-;P 4-^ htv^7x^ >rl> 
miSS.O-hD^^> (10ml) *k rfjSRS©7-V-^ (1. 0 8 1 g) 

£r&ISS©4- (n-7>;!/) O^-Ol^oU K (1. 9 6 7 g) irfalES® 
v^Hf^Adll) M 7 ;M-n;< h (62 0mg) £Jjn;L> 

6 0rfcT6IMWW*Lfco RJta6**ltll« 1 2 0 £H»©;firfcTAWU 

8 6 3 m g, JR^ 3 2 %?%tz 0 
1 H-NMR (CDCl q . 5 0 0MHz) : 5 0. 9 5 (t, J = 7. 3H 
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z, 3H), 1. 38 (tq, J=7. 3, 7. 3Hz, 2 H) , 1. 64 (q 
uint, J = 7. 3Hz, 2 H) , 2. 69 (t, J = 7. 3Hz, 2 H) , 
3. 89 (s, 3H) , 6. 96 (d, J=9. 2Hz, 2 H) , 7. 27 (d, 
J =8. 6Hz, 2H) , 7. 69 (d, J = 8. 6Hz. 2H), 7. 82 
(d, J=9. 2Hz, 2H) 

(FD-MS, ra/z) :2 6 8 (M + ) 

0Ufe0U4 8 (#%0J) 
4-n-7 f ^;l/7x-;l/ 4-bFot->7x^ h > 

(8 6 3mg) £N, N-v?y f-;U*Jl/AT? K (50ml) (Ci^JSPU HJ 
^Af-^-y h + S/K (5 6 3mg) T)V3 >MMT7B#p H m*&£&fcL*:o 

a6fi^«s*iafew 3 3 £^«<d#&t«b! u mmoiiGm* 7 8 7 m g, JR 

1 H-NMR (CDC lg . 5 0 0 MHz) : 6 0. 95 (t. J=7. 3H 
z, 3H), 1. 38 (tq, J = 7. 3, 7. 3Hz, 2H), 1. 64 

(septet, J=7. 3Hz, 2 H) , 2. 69 (t, J=7. 9Hz. 
2H) , 6. 35 (s, 1H), 6. 92 (d, J=8. 5, 2 H) , 7. 28 

(d. J=7. 9Hz, 2H). 7. 69 (d, J=8. 6Hz, 2H), 
7. 77 (d, J=8. 5Hz, 2 H) 

Mt$MJrfS (FD-MS, m/z) :2 5 4 (M + ) 
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mmmi 4 9 

{4-C(6, Y**/-A-*J ') Jl) 

7x_;u} y * J y (4 0) 

i/7i^ (7 2 7mg) i4-^DO-6, 7-^h + -/+;y> 

(6 3 9mg) l-yxf l/v/'J^-^^Vf^x-f^ (10ml) \ci$M£ 

-tu 1 8 owi ommmamttio wm&mzmm&i- v u 

1 H-NMR (CDClg, 500MHz) : d 0. 95 (t, J=7. 
3Hz, 3H) , 1. 38 (tq, J = 7. 3, 7. 3Hz, 2H), 1. 62 
~1. 6 8 (m, 2H) , 2. 7 1 (t, J =7. 3 H z, 2H) , 4. 0 4 

(s, 3H) , 4. 07 (s, 3H) , 6. 65 (d. J = 4. 9Hz, 1H) , 
7. 26 (d, J=8. 5Hz, 2 H) , 7. 31 (d, J = 7. 9Hz, 2H) 
. 7. 46 (s, 1H), 7. 49 (s, 1 H) , 7. 76 (d, J = 7. 9H 
z, 2H) . 7. 9 2 (d, J =8. 5 Hz, 2 H) , 8. 5 8 (d, J = 
5. 5Hz, 1H) 

StS##flI (FD -MS, m/z) :44 0 (M + -l) 
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TOTS®- hn/*> (5ml)^ f^mShOT-V -Jl (5 4 1 m g) irfJ 
KC3-7Mo'<>^;b^DU K (7 9 3mg) tW^miOXij >'JVA 
(III) h'j7;l/toy^>7M^-h (4 9mg) £Jn;L N 6 OTJKT 3 BR3 

MM"* * 'J *7y\>U* a v h ^5 7 w -fc «fc «9 Jf £! U mmait&to* 5 8 5m 

li^KFAB-MS, m/z) :23 1 (M + +l) 
fltfe«15 1 

4-bFn^y7x-;l/ 3-7Jl/to7x-;l/ »F> 

(5 8 0mg) ^on^> (5ml) fcfcJBU *#T1. 0Mtfn>h 
>J7o* K-'^dd^>»« (2 3ml) ZtDx.* WaL t PZfofflftLtz 0 R 
JGfi^^l^ftMl 2 1 iTO©^rft7?«BlLx «H©<h^«*4 0 2mg. JR 

1 H-NMR (DMSO-dg , 5 0 0MHz) : 6 6. 9 1 (d, J = 
8. 5Hz, 2H), 7. 44~7. 49 (m, 3H), 7. 57~7. 61 
(m, 1H), 7. 68 (d, J=8. 5Hz, 2 H) . 10. 51 (brs, 
1H) 

ItMKFAB-MS, m/z) :217 (M + +l) 
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mmm 1 5 2 

{4- [(6, 7-^7 h^-/-4-^'J^) t^y] 7x-M (3-7 

MD7xa) (17 6) 

7x^ (3 7 3mg) i4-y7W;7f'Jy> (2 3 2mg) 

**J/U>(5ml) ^AtlMWWLfco 3B$P H 1&4-?nn-6, 7- 
5^ h + ^+y 'J > (3 8 6mg) fciDA* 2 lttMAftSftELfco SfCfiM 

•k&flffliSU HC*nn*AA/»s|*if-;b (5/1) "X?SB8^"S*Ji'> U *y 
;^07h/5 7>f-i:iDitS!U mm<D4t&to& 4 8 4mg, JR^7 0%T 

1 H-NMR (CDClg, 500MHz) : 5 4. 04 (s, 3H), 

4. 07 (s, 3H), 6. 67 (d, J = 4. 9Hz, 1 H) . 7. 28 (d, 

J = 7. 9Hz, 2H) , 7. 31~7. 33 (m, 1 H) . 7. 46 (s, 
1H), 7. 47 (s, 1H), 7. 48-7. 53 (m, 2H), 7. 5 9~ 

7. 6 1 (m, 1H) , 7. 9 3 (d. J = 8. 6 Hz, 2H) , 8. 5 9 (d, 
J = 5. 5Hz, 1H) 

Mt&Wtt (FD-MS, m/z) :40 3 (M + ) 

fHfeffll 5 3 

N- (4- [ (6. h^->- 4 -^y; -,>!/) 7^-;U> 

-N / - (2-^ h**>7^-;U) frl/T (1 1 3) 
6. 7-5M h*->-4- (4-7i;7x; + <» > (lOOmg) 
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Zb)l^> (10ml) iZta^mtti^ 2-i h*i/7xiMV«>77- 
M0. 3 6ml) «tJd^ 4 0#HM»fi*L*:o 7&&£®£SU S5fi*^n 
□ *;UA/y (1 0 0/1) > #^-e?no*;UA/r-fe h> (5/1) 

T'S§gt § is U # y;l/*7 5 A ? o v h 7 4 - tc J; <9 *jf S¥ U mmoit&to* 
1 1 2mg, JR^7 5%T^/io 

1 H-NMR (DMSO-dg . 5 0 0MHz) :<5 3. 9 0 (s, 3 H) , 
3. 98 (6. 3H), 3. 99 (s, 3H) . 6. 90 (t, J = 7. 9Hz. 
1H), 6. 96 (t, J = 7. 9Hz, 1 H) . 7. 03 (t» J=7. 9H 
z. 1H) , 7. 2 3 (d, J =9. 2 Hz, 2H) , 7. 3 9 (s. 1H), 
7. 5 5 (d, J =9. 2 Hz, 2H) . 7. 5 7 (s. 1 H) . 8. 1 5 (d, 
J = 7. 9Hz, 1H), 8. 25 (s, 1 H) , 8. 55 (s, 1 H) . 
9. 4 4 (s, 1 H) 

ttSWm. (FD-MS, m/z) :44 6 (M + ) 



IQSW15 4 

N- {4- [ (6, 7->>V h*»>-4-*J-'/'J.=JlO 7x-^} 
-N' - (3-^ h^->7x-^) »l/T (1 1 4) 

6, h*'>-4- (4-7iy7x;*'» (1 0 Omg) 

£WUx> (10ml) KMN^Lfctt* 3-^ h + >'7x-MVv'77- 
MO. 3 6ml) «n;U 4 O^ffiJHl&S&Lfco *IK*«*8U gai£*o 
ufrkU/ttJ-fr (1 0 0/1) > R^T^no*4/A/7-fe h > (5/1) 
T-mmt Z is »J # ;U*7 5 A ? n ^ h ^ 7 4 - 1;: J: 9 It® U *H©fl;£«S£ 
3 1mg, JR^2 l%X-ntLo 

X H-NMR (DMSO-dg , 500 MHz) :<5 3. 74 (s, 3H), 
3. 98 (s, 3H). 3. 99 (s. 3H) . 6. 56 (d. J=7. 9Hz, 
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1H) , 6. 9 6 (d, J = 7. 9 Hz, 1 H) , 7. 15-7. 2 5 (m, 
4H) . 7. 38 (s, 1H), 7. 53-7. 60 (m, 3H), 8. 55 

(s, 1H) , 8. 76 (s, 1H) , 8. 8 1 (s, 1 H) 

mmftftm (FD-MS, m/z) :4 4 6 (M + ) 

mmmi 5 5 

N- {4- [ (6, 7-SM h*i/-4-*+*/>)-)l>) ***A 7*-M 
-N' - (4-^ h**>7x.=.;t/) QU7 (9 9) 

6. h*:/-4- (4-7W7i; + ^) > (8 lmg) 

ZhJlJ^y (5ml) Jcflnj&j§j$?Lrt:&> 4 -^ h + ^7x^;K v^7t- h 
(0. 2 9ml) &Jn;i> 4 0 #IMHn*WW L fc 0 L U 
x>-eft# LaBO^^ft* 6 0 m g N J»4 9 %Tl#/Co 

X H-NMR (CDClg, 5 0 0MHz) : 8 3. 7 9 (s, 3 H) , 
4. 06 (s, 3H), 4. 07 (s, 3 H) , 6. 48 (s, 1 H) , 
6. 64 (s. 1H), 6. 91 (d, J = 9. 2Hz, 2 H) , 7. 20 (d, 
J = 8. 6Hz, 2H), 7. 27 (d, J = 8. 6Hz, 2 H) , 7. 32 
(s. 1H), 7. 47 (d, J=9. 2Hz, 2H), 7. 55 (s, 1 H) , 
8. 60 (s. 1H) 
M$MJHi (FAB-MS, m/z) :44 7 (M + +l) 

mmm 1 5 6 

N- {4- [ (6. 7-v^ y^-M 
-N' - (2-7;l/tQ7x-;l/) frU7 (116) 
6. 7->?> h*->-4- (4-7i;7i; + >/) > (1 0 Omg) 

domi) ttiammmiti^ 2-7;wo7i-Mv>7t- 
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h (o. 3 0mi) zm*-. 4Qftr£m\?mwiiK 0 VT&Ltzmwzmmu h 

1 H-NMR (DMSO-dg , 500 MHz) : S3. 98 (s, 3H), 
3. 99 (s, 3H), 7. 00-7. 04 (m, 1H) , 7. 13-7. 17 

(m, 1H) , 7. 2 3-7. 2 7 (m. 3 H) . 7. 3 9 (s, 1 H) , 
7. 5 4-7. 5 7 (m, 3H), 8. 10-8. 20 (m. 1 H) , 8. 55 

(s, 1H), 8. 65 (s, 1H), 9. 26 (s. 1 H) 

MBMfftt (FD-MS. m/z) :434 (M + ) 



IUte0!ll 5 7 

N- {4 — [ (6, 7-?y Hr->-4-4-^V > U~/U) 7 -M 

-N' -n-yWP7 (22 0) 

6, 7-^^ h*>-4- (4-7iy7x;+y) > (1 0 Omg) 

£h;Ujc> (10ml) lcfln&Jgf#L*:&> n -^/M" V >T^- h 
(0. 29ml) fcjta*.. 4 0«iSliy:o g|il£?nn 
*j|/A/T-bh> (5/1) -CSMBf **>U*y^*5A^a-7h^7-r-lc 
«fc<5*&$HU iS0ft^7 5mg, W5 6XT»fc. 

1 H-NMR (DMSO-dg , 5 0 0MHz) : 6 0. 9 0 (t, J = 

7. 3Hz, 3H) , 1. 28-1. 46 (m, 4H), 3. 09 (q, J = 
6. 7Hz, 2H), 3. 97 (s, 3 H) . 3. 99 (s, 3 H) , 6. 23 
(brs, 1H), 7. 14 (d, J=9. 2Hz, 2 H) . 7. 37 (s, 1 

H) . 7. 4 7 (d, J =9. 2 Hz. 2H) , 7. 55 (s, 1 H) , 

8. 53 (s. 1H), 8. 58 (b r s, 1 H) 
9M5&m (FD-MS, m/z) :3 9 6 (M + ) 
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fUfcWl 5 8 

N- {4- [ (6, 7-^^ h»->-4-t/'J;l/) y - 

(4 - t e r t -Zf1-)l7 *~)\S> ij )l#*r+)- i K (2 l 3) 

6, 7-^n*->-4- (4-7;;7i; + -/) *>"J > (5 4mg) «fc 
rfJHSS04- t e r t - 7^ ;U3cJl§K (1 0 2mg) £N, N-i?y Wwb 
AT 5 K (3ml) izmmttiWi, (3' - : J t+iVT % J7 

n tfjl,) fcAtfSM = (1 0 6mg) *ftjt N gSfcT6B*IHHI#Lfc 

1 H-NMR (CDClj, 90MHz) : 6 1. 36 (s, 9H). 
4. 05 (s, 3H), 4. 08 (s, 3 H) , 6. 48 (d, J=5. 3Hz, 
1H), 7. 1~8. 1 (m, 11H), 8. 49 (d. J = 5. 3Hz, 1 H) 

@S#tfHi (FD-MS, m/z) :4 56 (M + ) 



£1609 1 5 9 

N- {4- [(6, 7-S?j* h»'>-4-^'J;l/) -7^-^} -N 

(4 - t -y^-Jly ^-Jl) ijjlTji^i K (15 6) 
HJfeWl 58T'^f,ftfcN- {4- [(6, h*->-4-+; 'JjW 

7x-;W - (4 - t -y^;U7x^;U) *;UiK*-fr5 K (lOOmg) 
£N, N-S^^;I/*;UAT$ K (3ml) K:*ffLfc8U *SMb*MJ»>A 
(lOmg) SrJn*.. OtJKTlltffiffllftiLfcfiL 3*ft>*;l> (3 1mg) £ 

£^£4 8mg, ft* 4 6%"e^fe 0 

1 H-NMR (CDC lg . 90MHz) : 6 1. 28 (s, 9 H) , 
3. 5 4 (s, 3H) . 4. 0 4 (s, 3H) . 4. 05 (s, 3H) , 
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6. 32 (d, J=5. 3Hz, 1 H) , 7. 0~7. 3 (m, 8H), 

7. 42 (s, 1H) , 7. 50 (s, 1 H) . 8. 47 (d. J=5. 3Hz, 
1H) 

MfcJMFf* (FD-MS, m/z) :4 7 0 (M + ) 
^Sfe^Jl 6 0 

N— (4- t -7?J17 - {4- [ (6, l- ! Jt Y*is-A-*J 

UJlQ 7 x tjM+VZ K (15 5) 

4- (6. 7-^h + ->-4-*;'JA) t+->$Ifl(5 4mg) £rfj 
IRS© 4- t e r t -T^PT-U > (102mg) £N, N-iJyfWA 
7;K(3ml) fc*#Lrt:8U l-if-^-3- (3' -^^ Wiy^n 
tT;lO rt;M?i;>r5 KttBttft (10 6mg) &Jq;U MfcT6l#l8HI!*LfctlU 

1 H-NMR (CDClg. 90MHz) : 5 1. 34 (s, 9H), 
4. 03 (s, 3H), 4. 06 (s, 3H), 6. 57 (d, J=5. 3Hz, 
1H), 7. 2-8. 1 (m, 11H), 8. 5 5 (d. J =5. 3Hz, 1 H) 

It^«fI(FD-MS, m/z) :45 6 (M + ) 

IU60J16 1 GMflD 
2- (6, 7 -'J* Hr->-4— *y UJlQ -2- (4-ya^7x-;l/) 7 

rpR©4-^o*7x-;PT«bh-h'J;l (4. 3 g) &b)l*.> (1 0ml) 
fc»BU O^fcMfcWfcfc. *£ffc*M*^ CI. 0g) Ztiaz_5 Q°c 
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(2. 2g) *Jp^.l5I^Haftff^ **ftr»»if-^"ettttSLA:o fc>«K 
*hy*A-el£«8U U KS*^*tf>/#»x*;l, (2/1) T 

8 5 Omg, JR^2 2%tr^o 
1 H-NMR (CDClg, 90MHz) :<5 3. 66 (s, 3H), 

3. 80 (s, 3H), 5. 40 (s, 1H), 6. 74 (s. 1H), 6. 9 
~7. 4 (m, 6H), 8. 54 (d, J = 4. 6Hz, 1 H) 

®S#tFHI (FD-MS, m/z) :38 2 (M + ) , 38 4 (M + +2) 

njfe^ji6 2 

6, 7-;^h^->-4- (4-yo^7xz;Mf;l/)^yij> 

6 1Tibnfc2- (6, 7->^ h*->-4-*y U;l/) -2- 
(4-^n*7x-;l«) (8 5 0mg) £6 0%B»fc&& (5 

£U ^t£*nn*;l/A/V (1 0 0/1) -?BMH-Sv''J*4 r 'l'* 

-dcfcO^L. ^S©ft&$j£2 6 Omg, JR^33% 

1 H-NMR (CDC lg , 9 0MHz) : 6 3. 9 0 (s, 3H) , 

4. 0 2 (s, 3H) , 4. 3 1 (s, 2H) , 6. 9-7. 5 (m, 7H) , 
8. 6 3 (d, J =4. 4Hz, 1 H) 

Htfi5J#r4i (FD-MS, m/z) :35 7 (M + ) , 3 5 9 (M + + 2) 
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6, 7-->^ ht->-4- (4- h 'J-n-^X^-t7xz;iy T)V) 

7*=f>£Hans lOSWl 6 2Ti^6, 7-^h*->-4- (4- 
^n*7x^Mf;l/) +;>J> (2 5 Omg) *fh7tKn77> (4ml) 

(0. 3ml) ZMTlimmftlfro ff7tKo77> (1ml) 

lc&#Lfc3t{fcM-n-7^;UxX£^TU - 7 8 < CT2mrF^«^L^ 0 * 

aE*^*-y->/»Kjc^;|/ (3/1) TMig-r^^'J^y^vA^o^ 

1 H-NMR (CDC 1 3 , 90 MHz) : 50. 7-1. 6 (m, 27 H), 
3. 88 (s. 3H), 4. 02 (s, 3 H) , 4. 34 (s, 2H) , 7. 0 
~7. 5 (m, 7H), 8. 63 (d, J=4. 6Hz, 1H) 

Hjfeflll 6 4 

{4- [(6, 7-^h^'>-4-^'J^) >tS>I/1 7x-M (4-t 
-^f-;b7^-;U) (16 2) 

HJfetfll 62Tf#£ttfc6. 7-5»h**>-4- (4 - h 'J -n-^l/X 
^-^•7x-;Mf;l) *y 'J > (8 2mg) N rfi|RcD4- t -7"f;K>y>f 
;U*o'J K (3 lmg) fciCh'ftiliKfiOt'T. (M 7*-;l/*X7>r » 
7A (II) ?n>J K£?nn*;l,A (3ml) IcjftWU JjDffeS&fcTx 1 5ftffl 

ffltltzo 7k«:S^^bp'7 t •^'>r't4alL^ «»fi*ISffiiA***iJ;cfl8ffli7 v 
ft* U * A#*fc-Cft»Lfco ^7K55K7" h «; -7 AT&&Lfc&£§£U Sit 
£^**>/#i|xf-;U (2/1) t?SHi-r^»)i^o-7h^7^-jc«kt)fl 
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1 H-NMR (CDClg, 90 MHz) : 6 1. 36 (s, 9H), 
3. 91 (s, 3H). 4. 03 (s, 3 H) , 4. 45 (s, 2H), 7. 0 
~7. 9 (m, 11H), 8. 66 (d, J=4. 4Hz, 1 H) 

SOfcfrtfrfil (FAB-MS, m/z) :4 4 0 (M + +l) 

HJfeflll6 5 

N- (4-7J^D7x-;l/) — N' - {4- [ (6, 7-S?y h*->-4- 

f^fruy (2 0 3) 

6, 7-v*y h + ->-4- (4-7;/7x/ + i/) > (1 0 Omg) 

£h;bx> (10ml) rtHft^L^ 4 -7;U#n:7x-;l/f-tf-^ y *7 
*-h (5 2mg) *Jd^ 2 4^RBAllll«L^o WSiU g«**o 

a*;uA/y^y-^ (loo/i) •ejg§a-r<5'> , ;^y^^7A^Dv 

- 1!.*: DfifSSU £B®<l:&tt£3 2m g> W2 1%t{|/: 0 
■'"H-NMR (DMSO-dg . 5 0 0MHz) : 5 3. 9 3 (s, 3H) , 
3. 95 (s, 3H). 6. 50 (d, J = 4. 9Hz, 1H), 7. 15- 
7. 2 5 (m, 4H) , 7. 4 0 (S, 1 H) , 7. 4 7~7. 5 0 (m, 3 H) 
. 7. 59 (d. J=8. 6Hz, 2H). 8. 50 (d, J=5. 5Hz, 
1H) , 9. 8 0 (brs, 1 H) . 9. 84 (brs, 1 H) 
MbMfflt (FAB-MS, m/z) :45 0 (M + +l) 

1 - (4-7;l/ta7x-;l/) -2 -vTy -3- {4- [ (6, 
*->-4-*7 'JjIQ 7x-;U} yr-'Jy (2 04) 

HI60J1 6 5T*&bttrt:N- (4-7^D7x-;W -N' - {4- [(6, 
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h*->-4-*y 7x-;H f-5j-^V7 (3 3mg) , 

^^a^+^l/^MfiM S K (3 lmg) x Jtei&SCvM y^o h?;Uxf-;U 
>£ig{t/*U> (10ml) {c^Lfeo CCCTHF (1ml) Ic&jg 
Ifci/T^S K (16mg) * JO^ST-%«^ L fc e *§££®£U 
?on*;UA/;< (1 0 0/1) T^ti^'J^m^A^nTh 

1 H~NMR (CDClg, 9 0MHz) :<54. 03 (s, 3H), 
4. 05 (s, 3H) , 6. 50 (d, J = 5. 1Hz, 1 H) , 6. 8~ 

7. 6 (m, 1 OH) , 8. 5 2 (d, J = 5. 3Hz, 1 H) 
!Sfi#tfHg (FD-MS, m/z) :45 7 (M + ) 

mmmi 6 7 

N- (2-7;l/tQ7x^) -N' - {4- [ (6, 1-2* h^x-4- 
*7U;U) 7*-M ***?\sT (2 0 5) 

6, h4->-4- (4-7iy7xy + y) *y U > (lOOmg) 

(10ml) lcJm&l&#Lfc&x 2-7^D7i^l/WVi/T 
(0. 0 5ml) fcj&DpU 24^anfRS«£L/co &8I£®3;U 
^□o*;l/A/^y-;l/ (1 0 0/1) "CBB&t Z> 0 ijfJUti? A<9 ov h 

1 H-NMR (CDC 1 3 , 9 0MHz) : 5 4. 03 (s, 3H), 
4. 05 (s. 3H) , 6. 53 (d, J = 5. 3Hz, 1 H) , 7. 1~ 

8. 0 (m, 10H), 8. 5 3 (d, J = 5. 1Hz. 1 H) 
M#tJflfi.(FAB-MS, m/z) :4 50 (M + +l) 
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mmm 1 6 8 

1- (2-7^tD7x^) -2-->T7-3- {4- [ (6, 7 - >M h 

*->-4-*yj;i/) t^->] 7x-;H jT7=- ! Jy (2 0 6) 

Htfeflll 6 7-e^t>*U:N- (2-7Md7x^I/) -N' - {4- [(6, 
7-^ h*5/-4-+;'JA) 7*-*} ft^bT (42mg), 

5?<>* p«^+i/;l/^;b*^-f $ K (37mg) „ MMM® iM v7nt°)l3L?-)l 
71 >£mt**\s> (1 0ml) IzmmtiZo ZZIZTHF (lml) izt&ffi. 
LKi/7+i K (2 0mg) £ Jn^fi-e-«&«ff L fz a tm&'BlkU 2£i££ 
^nnihM/^;-;!/ (1 0 0/1) TSggny^W^A^vh 

1 H-NMR (CDC 1 3 , 9 0MHz) .6 4. 0 4 (s. 3 H) , 
4. 06 (s, 3H), 6. 53 (d, J = 5. 3Hz, 1 H) , 7. 1~ 
7. 6 (m, 10H), 8. 47 (d. J = 5. 3Hz, 1 H) 

m&ftmm (FD-MS, m/z) :45 7 (M + ) 

N- (2-^ h^v^7x^) -N / - {4- [ (6, 7-vM h**>-4- 
*JV)V) 7*-M ?-**U7 (2 0 7) 

6. 7-SM h + ^-4- (4-7i;7xy + -» +;>J> (10 Omg) 
ZhJl*.> (10ml) KMMMLt:*.* 2-/ h*i/7 VfT 

(0. 0 5ml) £fln;U 2 4^Pttlfe««£Lfco fcl**S*U 
?na*;l/A/^;-;l/ (10 0/1) "CMBfrfrZ i/ U Ay^7A^D7 h 

1 H-NMR (CDC 1 3 , 9 0MHz) : 5 3. 8 6 (s, 3H) , 
4. 04 (s, 3H), 4. 05 (s, 3H) , 6. 52 (d, J=5. 3Hz, 



WO 97/17329 



15 0 



PCT/JP96/03229 



1H) , 6. 9-8. 1 (m, 10H), 8. 52 (d. J=5. 1Hz, 1 H) 
RfbMJrffi (FAB-MS, m/z) :4 62 (M + +l) 

mmmno 

N- (2-^f^7x-;l/) - N' - {4- [ (6, h*->-4-* 
y UJl/) 7x^} U7 (2 0 9) 

6. h+f-4- (4-7 5 + */ »J > (80mg)i 

hJl^> (10ml) iztiQm&MlKVt, 2 

h (0. 0 4ml) frm*., 2 4t$miMf&&ffi.Ltz 0 i&l££@*U &fll£:?o 

u*)\,u/ 1 9 ; -jv (loo/i) -eMMtz's 1 ) tWu^a^ov vy? 

1 H-NMR (CDClg, 90 MHz) : 6 2. 38 (s, 3H), 
4. 03 (s, 3H), 4. 04 (s, 3 H) , 6. 50 (d, J=5. 3Hz, 
1H), 7. 1-7. 8 (in. 10H), 8. 50 (d, J=5. 3Hz, 1 H) 

M«##Hfi (FD-MS, m/z) :44 5 (M + ) 

HSfe^J17 1 

N- (3-^^Jl/7x^U) -NT - {4- [(6, 7->^h*>'-4-* 
y UJU) ^;Tfrlx7 (2 11) 

6. 7-5?;* Y*i/-A- (4-7^7x;*'» *>"J > (8 lmg) £ 
h^i> (10ml) KWm&Ltz'&, 

h (0. 0 4ml) £flD>U 1 5#Bm$tiSiiltLfco ?&i&£®£U g*l£?n 
n*;t/A/y 9J-)l (10 0/1) T*M§fitZi<' i )*>'f>l'*5l*?u-? Yifv 
74 -{C«fcl)*f8S!U ^&©ffc&tf£6 6mg. JR^55%T^ 0 
1 H-NMR (CDC 1„ . 90MHz) :<52. 40 (s. 3 H) , 
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1 5 1 

4. 03 (s, 3H) , 4. 05 (s. 3H), 6. 52 (d, J=5. 1Hz. 
1H), 7. 1-7. 8 (m, 10H). 8. 51 (d, J = 5. 3Hz. 1 H) 
tt&tfm (FD-MS, m/z) :44 5 (M + ) 

1 7 2 

l- (2-yf^7x^) -2 -->yy - 3 - {4- [ (6. 

*,-4-*J*)A,) 7x-^} y7-i?> (2 10) 

HWJi 7 o-r^^n^N- (2-yfA7x-A) -n' - {4- c (6, 

7-^F + ^-4-+yj;W 7x-;H ft7U7 (24mg), 

S^n^+S/^fciMW S K (45mg) \ teil0^y7 , DfixfA 
7 i >£&>fby ^ U > (7ml) tmmttzo ::i:THF (1ml) izfefRl 
tz<>T±i K (2 8mg) * JoAmST-%«^ L fc 0 *#£9*U 2£*g£? 
od^A/^^;-^ (1 0 0/1) -Cjg&tt -5 v/U^yVI/^^A^nv h^* 

1 H-NMR (CDClg, 500 MHz) : 5 2. 36 (s, 3 H) . 
4. 0 3 (s, 3H) , 4. 0 4 (s, 3H) , 6. 4 6 (d. J =5. 5 Hz, 
1H) , 7. 30-7. 45 (m, 9H) , 7. 5 0 (s, 1 H) , 8. 4 9 
(d, J = 4. 9Hz, 1H) 

nm&mm cfd-ms. m/z) =453 (m + ) 
m&m 173 

1- (3-^ *J17*-J1,) -2-V77-3- {4- [ (6, 7- ! J* 
v-4-*y 'J;l/) y7-i?> (2 12) 

HIWnit'flbtifcN- (3->f;l/7x^;b) — N' - {4- [(6, 
7-iM h + v'-4-*;'J*) 7x-;b} ft7U7 (18mg), 
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: Ji/9w\*i/jl,ii;l,tfi?<{ i K (3 5mg) . mt&mOiH 77a fcT;Uxf-;l< 
7i>*mU1-\s> (6ml) i:?§«Lfco ::i:THF (1ml) \z®mi 
tz<s7+i K (2 3mg) ^jUn^MST— L fc 0 »K*«iU 

ODt^V^;-^ (1 0 0/1) -eS^t^V/'J^^^TA^DTh?' 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 6 2. 3 8 (s, 3H), 
4. 03 (s, 3H), 4. 04 (s, 3H), 6. 48 (d, J=5. 5Hz, 
1H) , 7. 10-7. 4 5 (m, 9 H) , 7. 5 1 (s. 1 H) , 8. 4 8 

(d, J=5. 5Hz, 1H) 
mmftVrm. (FD-MS, m/z) :4 5 3 (M + ) 

H»J1 7 4 

4-bKn^'>7x-^ 3 - h U 7;l/tot^->7 x.— ;U h > (#%#!) 
^Jfe0»J2 2"C^4- h >-l -y ^ -Jl 

(1. 3 g) <hm8Sn n D ©4- (h U7/l/3j-ny h + » OV'T^ ?no<> 
7>f^D'JK (6 74mg) ^?od*M (5ml) icj£fl?Lx rtjBfcS<Dk° 
X (h9 7xiA*X7-f» ^7i^-7A (II) ^DUK(Bmg) £A*U 
l^S^Lfeo ^I£$l£fl*fc0J2 3<i:|iI^©7j^T^li1-S^^«kf9^5x 

(2. Og) ^fh7tKo77> (4ml) lwjgft?£ii\ tK (5ml) «h6N 
(15ml) Z11QA.T 8 BESSIE L tz 0 fcfcm&®£fct ^ddU 

Sfi^tfrffi (FD-MS. m/z) :2 8 2 (M + ) 



WO 97/17329 



15 3 



PCT/JP96/03229 



mmm 1 i 5 

(4- h 'J7;l/toy ^->7x^) {4-CC6. 7-->V h^->-4- 
*7 'J;1Q / ^ (2 8 4) 

1 7T?j|fc4-tKD + v/7x^ 3- h'J7A*n**j/7xi 
^ 7"h> (5 8 1mg) trplRiS© 4 -v?>W;;t' (2 7 7mg) 

(2 0ml) ^A*U T^^ffiTM^ttLfco l«rW»4- 
*dd-6, 7-vM h + i>*y *)> (4 6 Omg) £JD;U 2 4 B^fln&SftE 

a o*^A«*«i*affli-er* ->»7 Lfz 0 wsrmm^m^tit^ 

h^?^ -lc<kDfS$m> Ii:^DD*;l/A/^|xf;l, (5/1) 

s^t £ if n v/ »j 77 ¥ ji 9 o h r 5 7 -f - *c ^ m L s mm<Dit&®$: 

4 7 0mg N JR$4 9%T*lifco 

^ H — NMR (CDClg, 500MHz) : <5 4. 03 (s, 3H), 
4. 07 (s, 3H) , 6. 66 (d, J = 4. 5Hz, 1 H) , 7. 2 8 (d, 
J = 8. 5Hz. 2H). 7. 3 5 (d, J=8. 7Hz. 2H) , 7. 46 
(s, 1H), 7. 47 (s, 1H), 7. 89 (d, J = 8. 5Hz, 2H) , 
7. 92 (d, J=9. 2Hz, 2 H) , 8. 59 (d, J=4. 5Hz, 1 H) 

§IS#flHt (FD-MS. m/z) :46 9 (M + ) 

4-/ h*i/7 4-3 - K7x-^ frh>(##fflj) 

rfJlESi©- h n * > (10ml) 4>> rfiflRSOT-V-;!/ (1. 0 8 g) t 
m&o D n© 4-3-KWWon'(2. 6 7 g) £ mSSiS©-!' y r-;Hf •> 
A (I I I) h i)7)l*ut ?>XJl**- h (6 2 Omg) ^^.s 6 OVK 
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K«^«T«[ (FD-MS. m/z) :3 3 8 (M + ) 



mmmin 

4-b Knt->7x^ 4-3- K7x._;U h > (#%0IJ) 
IWJ119T^4-y h + «>7x-;l/ 4-3 - K7x^b >rh> 
(7 2 2mg) ^dd^> C2 0ml) ir/gft? U *#T1. 0M*o> 
hU7*a^ K-^^no^>M(9ml) ZtiQA., M&#fl!#L*:o lft& 

3 8 0 m g, «Rs£5 5 %xmti 0 
*H-NMR (DMSO-dg, 5 0 0MHz) : 5 6. 89 (d, J = 
8. 6Hz, 2H) , 7. 44 (d, J=8. 5Hz, 2 H) , 7. 65 (d, 
J=8. 6Hz. 2H) , 7. 92 (d, J = 8. 5Hz. 2 H) , 10. 47 
(s, 1H) 

®«#tfr{il (FAB-MS, m/z) :3 25 (M + +l) 
HJfe^Jl 7 8 

{4- [ (6, Y*i/-A-*J 7^_;U} (4-3 

- F'7x.-;l) y > (2 8 5) 
T;Uif>^Ts HJfeflll 2 0T^4-kKD*v/7x-^ 4-3- K7 
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x-Jb *r h> (3 8 Omg) t 4- : J/1-)l7i J t"'J v> (1 5 8mg) £ 
*->l/> (1 lm 1) #^A4iM4«#Lfco 2W4-^dd-6, 7- 
v>> h*->+y y > (2 6 2mg) lBfcMfcSMlfco SiCS^^ia 

%}&m*mj- HJ * AtR7§&<»: * n n *;bAT#ij&. 7 n □ *wUAJI£&7Ki!t 

i^^T'M§a L 7 a o * JlI*/&Wt*-1- Jm&fflt -Sv"J* y>U ^ a -7 h 
r^7>r-{c«fcf)1tS{^ ^ztuuKb^/mfcx-l-b (5/1) 
«RS'y*W*n^h^57*-fcJ:0«KU mm®it&m*A 5 9mg N 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 5 4. 03 (s. 3H) , 
4. 07 (s, 3H) , 6. 66 (d, J=4. 9Hz, 1 H) , 7. 2 7 (d, 
J=7. 6Hz, 2H) , 7. 46 (s, 1 H) , 7. 47 (s, 1 H) , 
7. 54 (d, J=8. 6Hz, 2H), 7. 88 (d, J = 7. 9Hz, 2 H) 
. 7. 90 (d, J=8. 6Hz, 2H), 8. 58 (d, J=5. 5Hz, 1 
H) 

®»£#H£ (FD-MS, m/z) :511 (M + ) 
IIWJ17 9 

b v > (10ml) *K rfjBR5D©T^V-;U (1. 0 8 g) t 
rfj|SS0 4--/n^^>y>r;b^o 'J K (2. 2 0 g) irfrflS.SC-r y r-)l>£y 
•L* (I I I) (6 2 Omg) £fln;U 6 01CJ;: 
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6 5g> JR*5 7«^fco 
1 H-NMR (CDClg, 5 0 0MHz) : d 3. 89 (s. 3H), 6. 
97 (d, J = 8. 6Hz. 2H), 7. 62 (d, J = l. 8Hz, 2H). 

7. 62 (d, J = l. 8Hz, 2H), 7. 80 (d, J = 9. 2Hz, 2H) 

(FD-MS, m/z) :2 9 0 (M + ) . 2 9 2 (M + + 2) 

mmmi 8 o 

HJS0J1 2 2-e?ifc4-y h + y7x^ 4-yo ; 67 i ^ ^rh> 
(1. 6 5g) ^-^?ao>^> (2 0ml) «U MTl. 0Mt'o> 
h 'J 7*d ^ K-^^O0^« (2 3ml) ^za*«^Lfco lift 

1 H-NMR (DMSO-dg, 5 0 0MHz) : 56. 90 (d, J = 

8. 5Hz, 2H), 7. 61 (d, J=8. 5Hz, 2 H) , 7. 66 (d, 
J = 8. 6Hz, 2H), 7. 74 (d, J=8. 5Hz, 2H), 10. 46 
(brs, 1H) 

M£*ftt (FD-MS. m/z) :2 7 6 (M + ). 2 7 8 (M + + 2) 

mmmi s 1 

{4- [ (6, 7-->V h4->-4-*y 7x-;b} (4-7* 

a*7 ;1Q > (2 8 6) 

7)i*>%mT. $mmi 2 3r-#^4-t ko**?*-^ 4-7*0*7 
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*rY> il. 1 8 2 g) t4-V/*JV7i J b°'J >>> (5 7 3mg) 
«-+->U> (3 7ml) "f^AnSi'HItfLfc, 3 0#&4-?nn-6, 7 
-y^ h + i>+y U > (9 5 4mg) fcfln*.. lttiiIL/: 0 £JE2I£ft£ 
ISftKItok*;*- h U * ATK^i ^ a o *;UAT?#fi8U ? a o *^UAJi^* 

o^^A/ftKif^ (5/1) TJS^-rsSB^'J^^U^D? - 
lc«k*)«W!U ISOft^l. 5 7 4gx iK^7 996l?^fc 0 

X H-NMR (CDC 1 3 , 5 0 0MHz) :<54. 05 (s, 3H), 
4. 06 (s, 3H), 6. 66 (d, J=4. 9Hz, 1 H) , 7. 27 (d, 
J=8. 6Hz, 2H), 7. 46 (s, 1H), 7. 47 (s, 1 H) , 
7. 65 (d, J = 7. 9Hz, 2H), 7. 70 (d, J = 8. 5Hz, 2 H) 
. 7. 90 (d, J=8. 6Hz, 2 H) , 8. 58 (d, J=5. 5Hz, 1 
H) 

M£lfHi (FD-MS, m/z) :46 3 (M + ) . 46 5 (M + + 2) 

mmmi 82 

(4- [(6, 7-yn^'>-4-^;'J^) 7x-;H [4 - 

(N-y^l/bT^iV) 7x-;l>] (2 8 7) 

^-^ *rh> (2 3 2mg) £ (5ml) ^AtU MfCrfrBSSCN 

-^fJl/tX7"^ (6 lmg) . th'J-7A t-7h*2/K (67mg) % 
(h'j7i-;l/*X7-f » /«7^A (I I) ? o U K (7mg) £fla;l 

i o ot*i ititfm&Ltzo Kfcmemzmi&iti- v u ^A7K^«i 
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ET^B*fc»£ttfcM£*\ ^aDt>W^;-;b (10/1) VMM 

JR*2 296T?»fc 0 

1 H-NMR (CDClg, 500 MHz) : 6 2. 37 (s, 3H), 
2. 58 (t, J = 5. 5Hz, 4H), 3. 41 (t, J = 5. 5Hz. 4 H) 
, 4. 04 (s, 3H), 4. 06 (s, 3 H) , 6. 63 (d. J=4. 9H 
z, 1H), 6. 92 (d, J=9. 2Hz, 2H), 7. 25 (d, J = 
8. 5 Hz, 2H) , 7. 4 5 (s. 1 H) . 7. 5 1 (s, 1 H) , 7. 8 1 

(d, J = 8. 5Hz, 2H) , 7. 87 (d, J=8. 6Hz, 2H) , 
8. 56 (d, J=4. 9Hz. 1 H) 

m&ftVrm (FD-MS, m/z) :4 8 3 (M + ) 

mmm 1 8 3 

{4- [(6. 7--^ ht->-4-^yV^) t^y] 7x-^} [4-^e 
x-Jl/j (2 8 8) 

7;Urf>m^T. HJS^Jl 2 3T^fc4-t Kd + -/-7x-;U 4-7d*7 
(2 3 2mg) (5ml) 4^A*U MlcffiES©^ 

(5 2mg) ^ ^MJ*A t-7>**>K (6 7mg) ^ t:X (M 
7i-;U^X7^ » (I I) ^niJK (7mg) *JoiLfc^ 

1 0 1 8W£# L^ 0 8.fcM£®£m\&1t1- h 'J ^ A7Ki$«<h ^nn^ 

£&f#£>ftfcg|*i£ N ^DD*U/S^Sxfi (5/1) -MMtSJlllS/'J 
AWa7h^7 7>( -lc«tt)HS!L> mm<D<k&®$:3 2mg N iR$l 4% 

1 H-NMR (CDC 1 Q . 500MHz) : 6 3. 34 (t, J =4. 9H 
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z, 4H) , 3. 8 8 (t, J =4. 9 Hz, 4H) , 4. 0 4 (s, 3 H) , 

4. 07 (s, 3H), 6. 64 (d. J = 5. 5Hz, 1H), 6. 92 (d, 

J = 9. 2Hz, 2H), 7. 2 6 (d, J = 7. 3Hz, 2H), 7. 83 
(d, J=9. 2Hz, 2H), 7. 87 (d, J=8. 5Hz, 2 H) , 

8. 5 6 (d, J = 5. 5Hz, 1 H) , 7. 4 9 (s, 1 H) , 7. 5 1 (s, 
1H) 

MBMJHB (FD-MS, m/z) : 4 7 0 (M + ) 

(4- [(6, 7-^^->-4-4;'Ji) tt->] 7x-i} [4-tf 

d'J-;;7x^] y^y> (2 8 9) 

x-;l/ (2 3 2mg) £h;l>i> (5m I) c^Afts HtCrfJllD a D© t° 

o»Js;> (4 3mg) , ^H;«?A t-7>*->K (6 7mg) % t** (M 
7i-^X7-f/') /n*5S>*A (I I) ?d'J K (7mg) *ftJitfcSfes 10 

*#btlttgig£ N ?oD*;^/liJxf;l/ (5/1) Ti^tiig^ U 

1 H-NMR (CDC 1 3 . 5 0 0MHz) : 5 2. 05-2. 0 8 (m. 4 
H) , 3. 38-3. 41 (m, 4H) , 4. 04 (s, 3 H) , 4. 0 6 (s. 
3H) , 6. 5 7 (d, J = 9. 2 Hz, 2 H) , 6. 6 2 (d, J =4. 9H 
z, 1H), 7. 24 (d. J=8. 6Hz, 2H). 7. 45 (s, 1 H) , 
7. 52 (s, 1H), 7. 82 (d. J = 9. 2Hz, 2 H) . 7. 84 (d, 
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J = 8. 5Hz, 2H) , 8. 55 (d. J-4. 9Hz. 1 H) 
Mftfttfrfit (FD-MS, m/z) :4 5 4 (M + ) 

H»J 18 5 

{4- [(6, 7-;n^^-4-t; i J^) ^->] 7x-A) [4-fcf 

^'J'^7a^] t*J> (2 9 0) 

7;l/=f>SiairR ggjfcffll 2 3T?»fc4-fc Fd + ->7x-;I/ 4-^7 
x-;l/ (2 3 2mg) £h;Uxy (5ml) 4»^A*U MKrfjISS© t: 

^'J 5>> (5 lmg) > j-Y V^ls t -7h*v/ K (6 7mg) N t*X (h U 
7x-WX7-( » /<7*J*A (I I) *n'J K (7mg) £7jD;i*:&. 
10 0^*1 Bfei£# L fco KJ&fi£tt£ISftJ*tfh* h 'J * i*7ki§&£ ?ddW 

*8t»&nfcHii^ ^DD*^A/»iixfA (5/i) T-mmtzmmi/v 

1 H-NMR (CDClg, 500MHz) 68 (brs, 6 H) . 

3. 38-3. 39 (m, 4H), 4. 04 (s. 3H) . 4. 06 (s, 3H) 
, 6. 63 (d. J=4. 9Hz, 1 H) . 6. 89 (d. J = 8. 6Hz, 
2H) , 7. 2 5 (d, J = 8. 5 Hz, 2H) , 7. 4 5 (s, 1 H) , 
7. 52 (s, 1H) , 7. 80 (d, J = 9. 2Hz, 2H) , 7. 86 (d, 
J = 8. 6Hz, 2H), 8. 56 (d, J=4. 9Hz, 1 H) 

MHWHI (FD-MS, m/z) :468 (M + ) 
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mmm 1 8 6 

N- (2-^ ht->-4-b , 7x^) - N' - {4- [ (6, 7-i?t 
v/-4-^y»J^) 7x^i} 7 1/7 (2 2 2) 

6, 7-^ h + i/-4 - (4-7;;7x; + -» +;>J> (52mg) 
h;l/x> (5m 1) IzBjRU h 'Jif^7 i > ( 1 m 1 ) £flD;ifcSL h 'J 7 
(5 2mg) £Jd;U 2 #l»JDf»«»E L fco R*Eftlw2-y h + »>-4 
-h*7x^b7;> (10 3mg) 1 3 ^RBftlMWfE L EJ&ttClfc 

n*;bA/7*h> (10/1) XW&RtZ '> V 7 A ? n v h ^7 7 * 

1 H-NMR (CDC 1 g, 500 MHz) : 5 3. 67 (s, 3H), 
4. 00 (s, 3H), 4. 04 (s, 3 H) , 6. 44 (d. J=5. 5Hz, 
1H) , 6. 8 6 (d, J = 8. 5 Hz, 1H) , 7. 1 0 (d, J =8. 6H 
2, 2H) , 7. 2 1-7. 3 7 (m, 4 H) , 7. 4 3 (s, 1H), 
7. 5 3-7. 5 9 (m. 5 H) , 7. 7 9 (s, 1 H) , 8. 4 1 (s. 1 H) 
. 8. 48 (d, J=4. 9Hz, 1 H) , 8. 53 (d, J=2. 4Hz, 
1H) 

M##Nt(FD-MS. m/z) :52 1 (M + ) 
H&0J18 7 

N- (2, V7D^7*^) -N / - {4- [(6, 

*->-4-*7 7x^> 7 1/7 (2 2 3) 

6, 7-?y h*'>-4- (4-7i;7x; + -» *y'J > (5 4mg) * 
h;l/x.> (5ml) (cKfilL^ h'JxW;> (1ml) *Mfc^ h ij 7 
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**Y> (5 3mg) 85WfflJQ*ai«ELfeo Settle 2, 6 -^7 7 

Dt°;U7-'j> (0. 0 5ml) £flQ;i, 1 5 #HJta*iafil L fc 0 Kfcttfclfci* 

*;k/»/7-feh> (10/1) •CRB81"'5-> ^y;W7A?D? - 

1 H-NMR (CDC 1 g, 5 0 0MHz) : 5 1. 26 (m, 1 2 H) , 
3. 39 (m, 2H). 4. 03 (s, 3H). 4. 04 (s. 3 H) , 
6. 09 (brs. 1H), 6. 28 (brs, 1 H) , 6. 42 (d, J = 
5. 5Hz, 1H) , 7. 08 (d, J = 8. 5Hz, 2H), 7. 26 (m, 
1H) , 7. 2 9-7. 4 0 (m, 5 H) , 7. 5 3 (s, 1 H) , 8. 4 6 
(d. J = 4. 9Hz. 1H) 

M##Hi (FD-MS, m/z) :4 9 9 (M + ) 
^ife^J 18 8 

N— (2-^QP-4--hn7x-A) -N' - {4- [ (6, 7- ! J* h 
*i/-4-*J U;t/) :fr^>] 7x^1/} frl^7 (2 2 4) 

6, 7- s J* h**>-4- (4-7i y 7*y*>) >J > (1 0 4mg) 
£h;l,x> (10ml) KflO&&a?L*:^ 2-?nu-4--hn7x-M 
Vi/7^-h (15 0mg) ZIJQZ.^ 1 0^IHU0«a«ELfco ffrfcfc lT£fc*gf| 
*atWU b^i>T , ft#t£C£Kck^e©<fc£$£17 2mg N JR$ 
1 0 0%T^o 

1 H-NMR (DMSO-d g, 5 0 0MHz) : 6 3. 9 4 (s, 3 H) , 
3. 95 (s, 3H) , 6. 46 (d, J = 5. 5Hz, 1 H) . 7. 2 4 (d, 
J =9. 2 Hz. 2H) , 7. 3 8 (s, 1 H) , 7. 5 1 (s, 1 H) , 7. 
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62 (d. J=8. 6Hz, 2H), 8. 23 (m, 1H), 8. 35 (m, 
1H), 8. 46 (d, J=5. 5Hz, 1 H) , 8. 57 (m, 1H). 
8. 84 (brs, 1H), 9. 85 (brs, 1 H) 

(FD-MS, m/z) :4 9 4 (M + ) , 4 9 6 (M + +2) 

mmmi 8 9 

N- (3 on- 2 -y Y*i/-7*-)\,) -N' - {4- [ (6, 1-*J* 
h*>-4-*7 U;U) 1 t>VT (2 2 5) 

6, 7-V* h**>-4- (4-7U7x;+v/) > (5 8mg) £ 

h;Ui> (5m 1) tzOa?mmiti'&^ 3-?un-2-J h + y7xzWV 
•>7*-h (0. 1ml) ^JD^ 2 2»iSiLfco^^oWA 
/74?h> (1 0/1) TM^-r-5'> , ;*^/77A^avh^77-f-{C«fcf3 
ffiSSIL, m.mv>it€;®*l 5mg, iR^8 0%-CWc o 

■"■H-NMR (CDC 1 g . 500MHz) : 6 3. 73 (s, 3H), 
4. 02 (s, 3H). 4. 05 (s. 3H), 6. 47 (d, J=5. 5Hz, 
1H), 7. 01-7. 06 (m, 2H), 7. 15 (d, J=8. 5Hz, 
2H) . 7. 43 (s, 1H), 7. 52 (d, J=9. 2Hz, 2H), 
7. 57 (s, 1H), 7. 81 (s, 1 H) . 8. 16-8. 19 (m. 2H) 
, 8. 50 (d, J = 5. 5Hz, 1H) 
Mfttffll (FD-MS, m/z) : 4 79 (M + ) ,48 1 (M + + 2) 

596011 9 0 

N- (2 dp-6 7-;U7x-;U) -N' - {4- [ (6, 7-2/ h 
*ry-±-*rj \))V) 7x-;b) -7 1/7 (2 2 6) 

6, 7 ->M 4- (4-7^7x; + i/) +;'J> (5 2mg) * 
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(5ml) izmmi$mitz'&^ 2-?DP-6-^f;b7x-W7^ 
7*-h (0. 1ml) £Unx., ntrtm&MtiiltZo VriiilTZtzmihZm 
KU h^>Tz5fe#1-5CiJwi<9^S©fb^^6 1 mg N W&7 4%-?& 

1 H-NMR (DMS O — d g, 500 MHz) : 8 2. 28 (s, 3H), 
3. 94 (s. 3H), 3. 94 (s. 3H), 6. 43 (d. J=4. 9Hz, 
1H) , 7. 18 (d, J =9. 2 Hz, 2 H) , 7. 2 0-7. 3 6 (m, 3 
H) , 7. 38 (s, 1H), 7. 52 (s, 1 H) , 7. 59 (d, J=9. 
2Hz, 2H), 7. 98 (s, 1 H) , 8. 45 (d, J=5. 5Hz, 1 H) 
. 9. 03 (s, 1H) 

li^lfrl (FD-MS, m/z) :46 3 (M + ) . 4 6 5 (M + +2) 

mmm 191 

N- (3-^pp-6-^ h^->7x-;l/) -N' - {4- [ (6, 7-i?y 
ht->-4-^;'J;i/)^'>] 7x-;U} frUT (2 2 7) 

6, 7-5** h*>-4- (4-7;;7i;^"» U > (52mg) £ 
h^i> (5ml) lcft]&i§Ji?L*:&. 3-^no-6-yh + i/7xiMV 
S/7*-h (1 1 lmg) tin*.* 2 9 #&W»it«t L fc 0 SiaE£?nn*;UA 
/7*h> (1 0/1) TrmmtZ'sV* f fb*7l*9u-?Yr : 77 4-\z&K) 

mmu &m<Dit&va*8 4mg, o o%r-^o 

1 H-NMR (CDC 1 3 , 5 0 0 MHz) : 5 3. 6 0 (s, 3H) . 
3. 99 (s, 3H), 4. 05 (s, 3H) , 6. 46 (d. J=4. 9Hz, 
1H) , 6. 6 9 (d, J =8. 5 Hz, 1 H) , 6. 9 0 (m, 1 H) , 
7. 1 1 (d, J =9. 2 Hz, 2H) . 7. 4 2 (s. 1H) , 7. 5 3 (d, 
J =8. 5 Hz, 2H) , 7. 5 8 (s, 1 H) , 7. 8 2 (s, 1H), 
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8. 3 2 (m, 1H) , 8. 4 8 (d, J = 5. 5 Hz, 1 H) , 8. 5 2 (s, 
1H) 

nmftVrm (FD-MS, m/z) : 4 7 9 (M + ) .48 1 (M + + 2) 

mmm 192 

N- (4-?oa-3-- hQ7x-;l/) -N' - {4- [ (6. 7-i?/ b 
*i/-4-*S i)Jl) 7i>;l/} »U7 (2 2 8) 

6, 7-z?/ h*5/-4- (4-7 5 y 7*/ + -» +yj > (5 2mg) £ 
h;U^> (5ml) ICflD*M8t*LfcfiL 4-^aD-3-^FD7 1 -MVy 
7*-h (2 2 4mg) fcfti;^ 8^Sd^^L/Co tfrft LT££*£J|£jBg5j 
U h;l/X>-e**-r«ClilcJ:t)aB©^^te*l 2 5mg, JRsf*7 5K-e» 

1 H-NMR (DM SO - d g , 500 MHz) : c5 3. 93 (s, 3H), 
3. 9 5 (s, 3H), 6. 4 6 (d, J = 4. 9 Hz, 1H), 7. 2 1 (d, 
J=8. 5Hz, 2H), 7. 38 (s, 1 H) . 7. 51 (s, 1 H) , 
7. 60 (d, J=8. 5Hz. 2H) , 7. 6 5 (s, 1 H) , 7. 67 (s, 
1H) , 8. 3 1 (s, 1H) , 8. 4 6 (d, J = 4. 9 Hz, 1 H) . 

9. 01 (s, 1H) , 9. 27 (s, 1H) 

nmftVrfe (FD-MS, m/z) :4 6 3 (M + ) , 4 65 (M + + 2) 

mmm 1 9 3 

N- (2, 4-^»oo7x^) -N' - {4- [ (6, 7-^^ H^->- 
4-*yj;lQ 7x-;l/) frU7 (2 2 9) 

6, 7-SM h*->-4- (4-7;;7x;*-» +y>J> (53mg) £ 
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h ( 1 1 5 m g ) £fln;U 2 0 &maMaBM Ltz Q #ri±SLT£ *:& Ji&ttK U 
h )lx. y-eim-fZ> Zt\zX <0 mMOil&fo* 7 4 m g x JR^ 8 5 %-e&fc 0 

1 H-NMR (DMSO-dg, 5 0 0MHz) :<5 3. 9 4 (s, 3 H) , 
3. 95 (s. 3H), 6. 45 (d. J = 4. 9Hz, 1H) , 7. 22 (d. 
J=8. 6Hz, 2H), 7. 39 (s, 1 H) . 7. 40 (m, 1 H) , 7. 
51 (s, 1H). 7. 59 (d, J = 9. 2Hz. 2H), 7. 62 (m, 1 
H) , 8. 21 (d, J=9. 2Hz, 1 H) , 8. 40 (s, 1 H) , 8. 4 
6 (d, J=5. 5Hz, 1H), 9. 56 (s, 1 H) 

Ii$}W(FD-MS, m/z) :4 8 3 (M + ) 

mmm 194 

N- (2, 6-^do7x-^) -N' - {4- [ (6, h*i/- 
4-*rS*))V) y*-M frUT (2 3 0) 

6. 7 -'J/ h + ->-4- (4-7iy7i; + -» +;'J> (5 2mg) £ 
h)U^> (5ml) CJlHIftWIPLfc^ 2, 6-^DD7*iMvm- 
h (12 5mg) 1 2^raaP«aBKLfco #dJLT§fclSg«tIRU 

h ;l/ j. 5 C t \z X K> mm<D<t&®* 8 1 m g „ 9 6 967?$fco 

1 H-NMR (DMSO-dg, 50 0MHz) : 53. 94 (s, 3 H) , 
3. 94 (s, 3H), 6. 43 (d. J = 5. 5Hz. 1 H) , 7. 14- 
7. 20 (m, 2H), 7. 32 (dd, J=7. 9, 7. 9Hz, 1 H) , 
7. 3 8 (s, 1H) , 7. 5 1-7. 5 4 (m, 3 H) , 7. 6 0 (d, J = 
9. 2Hz, 2H). 8. 23 (s, 1 H) , 8. 45 (d, J=5. 5Hz, 
1H) , 9. 09 (s, 1H) 

MfeWftt.(FD-MS. m/z) :4 8 3 (M + ) 
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w&m 1 9 5 

N - {4- [(6, l-Vt h*->-4-*7 'J;lQ 7t*i/] 7x^} - 
N' - [1 - (l -^-7^;U) .x^;!/] ^7 (2 3 1) 

6, 7-^h + v'-4- (4-7;;7*;*-» +7 'J > (5 4mg) £ 
h;Ux> (5ml) icjDjfc*j|?Lfctfes 1- (1 7 xf;KV->7^ 
-r (0. 0 5ml) £Jd>U 1 0 0 £IMASdiE L fc e 82E£* no*;bA/ 
7-fer> (10/1) T«8fl-f*'>U*W*^^^nv h/77-{ 
»U imoit&WZ: 6 5rag, iK^7 2%T^fc 0 

X H-NMR (DMSO-dg, 5 0 0MHz) 55 (d, J = 

6. 7Hz, 3H), 3. 93 (s. 3H), 3. 94 (s, 3 H) , 4. 62 
(m, 1H), 6. 39 (d, J=4. 9Hz, 1 H) , 6. 79 (s, 1H), 

7. 1 1 (d, J = 9. 2Hz, 2H) . 7. 36 (s, 1 H) , 7. 49- 
7. 5 8 (m, 7H) . 7. 8 3 (m, 1 H) , 7. 9 4 (m, 1 H) , 8. 1 
7 (m. 1H) , 8. 42 (d, J=5. 5Hz, 1 H) . 8. 52 (s, 1 H) 

nm&Vrm (FD-MS. m/z) :49 3 (M + ) 

mmmi 9 6 

N- (2 -n-7>;l/7x-;l/) — N' - {4- [ (6. 7-i?/ h*»>-4 
-ty'J^) 7x-jH frU7 (2 3 2) 

6, r*5/-4- (4-7;;7x; + -» *>"j > (1 1 9mg) 

*r;l,x> (12ml) (C&jgU h'Jx^;P7$> (2. 4ml) 
HJ7**y;/ (133mg) *Jd;U 2^HKlDJIWB«Lfc 0 K£ftK:2-n- 
7f;l7z_;b7; > (0. 13ml) *flD;U 1 O^HBnUWMtLfco Kfctt 
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na*;l/A/7-t? h > (4/1) T-Jg^-fS *> U iiYUJi? A ? o v h 
^-lc«fc*)*j!&!U £g©fb£«o£l 3 0mg x iR$6 9 %Tf#*io 

1 H-NMR (DMSO-dg. 5 0 0MHz) -.6 0. 92 (t, J = 
7. 5Hz, 3H), 1. 3 2-1. 4 0 (m. 2 H) , 1. 50-1. 57 
(m, 2H). 2. 59 (t. J=8. 9Hz, 2 H) , 3. 93 (s. 3 H) , 
3. 94 (s, 3H) , 6. 4 4 (d, J = 4. 9 Hz, 1 H) , 6. 9 8- 

7. 0 2 (m, 1H). 7. 12-7. 17 (m, 2 H) , 7. 1 9 (d, J = 

8. 9Hz, 2H), 7. 51 (s, 1H), 7. 58 (s, 1 H) , 7. 59 
(d, J = 8. 5Hz, 2H) , 7. 71-7. 75 (m. 1 H) , 7. 89 
(s, 1H), 8. 46 (d, 3=4. 9Hz, 1 H) , 9. 11 (s, 1 H) 

KftfttfHI CFD-MS, m/z) :471 (M + ) 

mmm 1 9 7 

N— (3-x.b*z/1}JI'#~Jl,-7*-JV) -N' - {4- [(6, 
4-S/-4— fryj-dO 7x.—M O^T (2 3 3) 

6. 1- ; J>* h + >-4- (4-T5 y 7x^*2/) *y»J > (1 3 lmg) 
ZbJl^y (10ml) KlmfmmU FUxfA7;> (2ml) £flnx.*:SU 
h'j7txf> (2 13mg) £2lD;U 2 ^MUnillftSdft L fco WSMiKd -T i 
/$Ilixf;l,xxfA (0. 1ml) fcin;U 1 fflRMIMMliZo EE* 

^oot>W7th> (10/1) T?8B8"t-5*>U*^;U*5A^n-7 
"7* - J: U mmvitS®* 2 14mg, 0 096T?^fc o 

X H-NMR (CDC1 3> 500 MHz) : ff 1. 36 (t, J = 7. 3H 
z. 3H), 4. 02 (s, 3H), 4. 05 (s, 3H) , 4. 36 (q, J 



WO 97/17329 



1 6 9 



PCT/JP96/03229 



= 7. 3Hz, 2H), 6. 45 (d, J =5. 5Hz, 1H), 7. 13 (d, 
J = 9. 2Hz, 2H), 7. 38~7. 45 (m. 4H), 7. 48 (d, J 
= 9. 2Hz, 2H), 7. 56 (s, 1 H) . 7. 75 (d, J=7. 3Hz, 
1H), 7. 80 (d, J-7. 9Hz, 1H) , 7. 90 (s, 1 H) , 
8. 48 (d, J = 4. 9Hz, 1 H) 
MMftVtm (FD-MS, m/z) :4 8 7 (M + ) 

N- (2, 3-^pp7x^) -N' - {4- [ (6, 
4-*yj;l/) ^->] 7x-;b) frU7 (2 3 4) 

6. 7-v?j* h + ->-4- (4-7;77iy^y) > (52mg) £ 

h;Uji> (5ml) Kftlil»J|PLfclfex 2, 3-^'^aD7x-;KVy7|- 
h (0. 0 5m I) fcjn*., 2 0»HHn«WB«Lfco oo*;kk/ 

r-t?h> (lo/i) ■ejSBat-5->y*y^*5A^D^ h^^^f -iz&bit 

«U ^S©ffc£$J&8 4mg, JR*1 0 0 %-e*#fc 0 

1 H-NMR (CDC 1 3 , 5 0 OMHz) : 6 4. 0 0 (s, 3H) , 
4. 05 (s, 3H), 6. 45 (d, J=5. 5Hz, 1H) , 7. 11- 

7. 17 (m, 4H), 7. 41 (s, 1 H) , 7. 53 (d, J=9. 2Hz, 
2H), 7. 57 (s, 1H), 7. 91 (s, 1 H) , 8. 22 (d, J = 

8. 5Hz, 1H) . 8. 48 (d, J=5. 5Hz, 1 H) . 9. 1 2 (s, 
1H) 

M&ftVtm (FD-MS, m/z) :4 8 3 (M + ) 
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$mm 1 9 9 

N- (2, 4-^nD7x-;l/) — N' - {4- [ (6, b*is- 
4-*yj;u) -7^-;b} frur (2 3 5) 

6, 7-->V h**>-4- (4-7;;7i; + y) +7 U > (5 8mg) £ 
h;bx> (5ml) {cJn.%^L^m. 2, 4 - > ? d uy y >7*- 

b (9 3mg) *jp^ 2 O^RSM^SKlfco RiE^/S^^ oD*;l/A/7t 
h> (10/1) T*mffl-tZi/*)t}¥)\<ii7^?v^by77<t-\z&t)ftmu 
gmoltS®}* 6 9mg N JR^7 3%-d#fco 

1 H-NMR (CDC 1 3 , 5 0 0MHz) :<54. 04 (s, 3H), 
4. 06 (s, 3H), 6. 4 7 (d, J=4. 9Hz, 1H). 6. 98(d 
d, J=2. 4, 8. 5Hz, 1H), 7. 19 (d. J=8. 5Hz, 2H). 
7. 2 5 (s, 1H) , 7. 2 9 (s, 1 H) , 7. 3 9 (s, 1 H) , 
7. 4 3 (s, 1H) , 7. 5 2 (d, J =8. 5 Hz, 2H) , 7. 5 6 (s, 
1H) , 8. 40 (d, J=2. 4Hz, 1 H) , 8. 5 0 (d, J = 4. 9H 
z, 1H) 

fl^«Til(FD-MS, m/z) :48 3 (M + ) 
H»J2 0 0 

N — (3, 4-??QP7x~Jl/) -1ST - {4- [ (6. 7- ! J* h*->- 
4-^yj^) ^t->] 7x-;l^) (2 3 6) 

6, 7-v^h*'>-4 - (4-7^7x;+-» +7'J> (51m g) £ 
h;bx> (5ml) (CjfJOIfe^L^ 3, 4-^oo7x^JKvm- 

h (io2m g ) zmx^ 8^uafmmLtz 0 VrthiTZtif&gk&mmu v 

)l<2.>-cmfrtZZt\z&t)&m<Dit&®l£7 lmg. iR^8 4%Ti#*: 0 
1 H-NMR (DMSO-d R . 5 0 0MHz) : <5 3. 9 4 (s, 3 H) , 
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3. 95 (s, 3H), 6. 44 (d, J = 4. 9Hz, 1 H) , 7. 14- 
7. 2 4 (m, 2H) , 7. 3 4 (m, 1H), 7. 3 8 (s, 1 H) , 
.7. 5 0-7. 5 2 (m, 2 H) , 7. 5 9 (d. J =9. 2 Hz, 2 H) , 
7. 88 (s, 1H), 8. 46 (d, J = 4. 9Hz, 1 H) , 8. 92 (s, 
1H) , 9. 0 0 (s, 1H) 
S*#0ftt(FD-MS, m/z) :4 8 3 (M + ) 

Httftl2 0 1 

N- (3, 5-;^dp7x-^) - N' - {4- [ (6, 7->M b*is- 
4-*/'J;tQ 7x^;H frUT(2 3 7) 

6, 7-i» h + v/-4- (4-7^7i; + -» U > (5 3mg) £ 
b^x> (5ml) Kfln&7g#PLrt:^ 3, 5-^^od7x_H7'>7?- 
h (7 6mg) *Jd^. % 853-P^lfeS^L^o *fajLT*felSffi*«BS:U 

1 H-NMR (DMSO-dg, 500MHz) : 5 3. 93 (s, 3H) , 
3. 94 (s, 3H) . 6. 44 (d, J = 4. 9Hz, 1 H) , 7. 15 (s, 
1H), 7. 20 (d, J = 9. 2Hz, 2 H) . 7. 38 (s, 1 H) , 
7. 51 (s, 1H), 7. 54 (s, 1 H) , 7. 54 (s, 1 H) . 
7. 59 (d. J=9. 2Hz. 2H) . 8. 46 (d, J=4. 9Hz, 1 H) 
, 9. 00 (brs, 1H) , 9. 0 7 (b r s, 1 H) 
Kg##ffii (FD-MS, m/z) :4 8 3 (M + ) 
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mmm2Q2 

N- (4-^on-2--hQ7x^) -N' - {4- [ (6, h 
**>-4-*y'J;U) 7i-;l) frUT (2 3 8) 

6, l- f J* h + ->-4- (4-7i;7x; + y) (1 2 3mg) 

^h;bi> (12ml) Cjn^H?L^. 4-?od-2-^Fd7xzM 
7$/T*-r (17 2mg) £JD^ 1 4 ^BBnlftiB«E L fc G flrtii LT£fc£H 
^IIRU r;Ui>T^*SCl£fcJ:t>SH©fl:£tt*:l 7 4mg, JRf$8 5 

1 H-NMR (DMSO-dg, 500 MHz) :<53. 94 (s, 3H), 
3. 9 5 (s, 3H) , 6. 4 6 (d, J =4. 9 Hz, 1H), 7. 2 3 (d, 
J = 7. 3 Hz, 2H) , 7. 3 9 (s. 1 H) , 7. 5 1 (s, 1 H) , 
7. 62 (d, J = 7. 3Hz, 2 H) , 7. 79 (d, J=9. 2Hz, 1 H) 
, 8. 1 4 (s, 1 H) , 8. 3 5 (d, J =9. 2 H z , 1 H) , 8. 4 6 
(d. J = 5. 5Hz, 1H), 9. 62 (s, 1 H) , 10. 0 (s. 1H) 
®S##fffi (FD-MS, m/z) :49 4 (M + ) , 4 96 (M + + 2) 

H«£0y2O3 

N — (2-7;;-4-»DQ7x-;l/) -NT - {4 - [ (6, 1-?/ h 
*S/-4-*y»JdQ 7x-;l>} »l/T (2 3 9) 

N- (4-^nn-2-~hn7x-;U) -N' - {4 - [ (6, 7-'Jt h 
f*>-4-*y , JA) 7xii} 7 1/7 (15 8mg) ^^DD*;bA 

(1 0ml/70ml/5ml) fc«#U h U -7 

A (l. Olg) £flO;U 6 0^KT3 7#Pa , Bi£#L*:o ? oc*;uat-2{5»4 

f&K£®£U SI^^nut^V7th> (1 0/1) ay 
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X H-NMR (DMSO-dg, 5 0 0MHz) :<53. 94 (s, 3 H) . 
3. 95 (s, 3H), 5. 09 (b r s, 2H), 6. 43 (d, J=4. 9 
Hz, 1H), 6. 57 (m, 1 H) , 6. 78 (d, J=2. 4Hz, 1H), 

7. 17 (d, J=9. 2Hz, 2H), 7. 34 (d, J = 8. 6Hz. 1 H) 
. 7. 38 (s, 1H), 7. 51 (s. 1 H) , 7. 57 (d, J = 8. 5H 
z, 2H). 7. 77 (s, 1H), 8. 45 (d, J=4. 9Hz, 1 H) , 

8. 89 (s, 1H) 

^&fc0J2 0 4 

N- {4- [ (6, 7->>> h4^>-4-*yj;l0 :fr^->j 7x-M - 
N' - (2 - fc° U v>ft ;b) frur (2 4 0) 

6. h+^-4- (4-7;y7xy + -» +;>J > (7 5mg) £ 

h;bx> (7ml) fcfln&&«?U h 'Jxf^T i > (1. 4m I) ^^.^ N 

M7*3;y> (2oim g ) lftmuammmitzo Rmm^2-t^) 
y>iv),#*vi k (io2m g ) 3mmmmMmLti 0 Kmmiz&im 

*)\,u/7*v> (lo/i) -eggg-rs^ij^y^^^A^D^ hy?7j - 

K«kDflWBU &g<Dft£#f£8 6rag, <J«&7 7%THyc 0 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : <5 4. 0 6 (s, 3 H) , 

4. 06 (s. 3H), 6. 49 (d, J=4. 9Hz, 1H), 7. 20 (d, 

J = 9. 2Hz, 2H). 7. 43 (m, 1 H) . 7. 57 (s, 1 H) , 

7. 5 9 (m, 1H), 7. 7 1 (d, J = 9. 2 Hz, 2H), 7. 9 7 (m, 
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1H), 8. 28 (d, J = 7. 9Hz, 1 H) , 8. 50 (brs, 1 H) , 
8. 6 8 (d. J =4. 9 Hz, 1 H) , 10. 1 (brs, 1 H) , 10. 7 
(b r s, 1H) 

WM&ffim (FD-MS, m/z) : 4 4 4 (M + ) 

mmm 0.5 

N- (3-^oo-4, -N' - {4- [ (6. 7 

h**>-4-*7 7i-iH ^U7(2 4 1) 

6, 7-^^->-4- (4-7U7x; + y) (54mg) ^ 

h;bx> (5ml) KMiy£fi?L*:gL 3-?no-4. 6-y7hf>7x- 
^-fVi/T^-h (7 6mg) £fln;U 1 8^H»Q«fiiBaELfco KJE*jfc£2a 

Ot>W7th> (10/1) ^f5-> l J^f^7A^D-7h/77>f 

-Kcfci9fS$!{U SiOft^«*9 3mg, JR$ 1 0 0%trit o 

^ H — NMR (CDC 1 g. 500 MHz) : 5 3. 76 (s, 3H), 
3. 87 (s, 3H), 4. 02 (s. 3H) , 4. 05 (s. 3H). 

6. 46 (d, J=5. 5Hz, 1 H) , 6. 49 (s, 1 H) . 7. 13 (d, 
J = 8. 5Hz, 2H), 7. 20 (s. 1 H) , 7. 42 (s, 1 H) , 

7. 50 (d. J = 8. 5Hz. 2 H) . 7. 57 (s. 1 H) , 7. 5 9 (s, 
1H), 8. 12 (s, 1H), 8. 48 (d, J = 5. 5Hz, 1 H) 

mmftttm (FD-MS, m/z) : 5 0 9 (M + ) ,511 (M + +2) 

HWJ2 0 6 

N- (4-^on-2-y^7x-^) —N' - {4- [ (6, 7-i?/ h 
*->-4-*y 'JJlQ 7x-Jb} (2 4 2) 

6, 7-v>> h + ^-4- (4-7?;7i;*'» > (5 5mg) £ 
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hJl/Jc> (5ml) |wfln*tfg*PLfc8U 4-?nD-2-^;l/7x^Kv> 
7*-h (90mg) £fln;U 2G&r$mMMLLii 0 «ftflLTSfceS^itW 

1 H-NMR (DMSO-dg, 5 0 0MHz) : 52. 26 (s, 3 H) , 
3. 94 (s, 3H) , 3. 94 (s, 3H) , 6. 44 (m, 1 H) , 
7. 18-7. 20 (m, 3H), 7. 25 (s, 1 H) , 7. 38 (s, 1 H) 
. 7. 51 (s, 1H), 7. 59 (d, J=9. 2Hz, 2 H) , 7. 87 
(m, 1H), 7. 99 (s, 1 H) , 8. 45 (m, 1 H) , 9. 15 (s, 
1H) 

JOJHJftt (FD-MS, m/z) :46 3 (M + ) , 4 65 (M + +2) 
H»J2 0 7 

N- (2-^PD-3-yf;b7x-^) -N / - {4- [ (6, 7-vM h 
*->-4— fryj jl/) 7x-;l/} frt/T (2 4 3) 

6, 7-i^y h*v/-4- (4-7i;7i;4'» *v"J > (5 2mg) £ 
t)lx-> (5ral) (cftifNMAPL^ 2-^DD-3->f*7*iMV5/ 
7*- h (0. 2ml) *JniU 1 25MllJD*««Lfco RJ6»tt*^ on*A 
V7th> (10/1) TS^f 5->U*W7A^07h/77-f -£<fc 
OKWIU M®ft&%£3 Omg. JK« 796-e»fc 0 

1 H-NMR (CDClg. 5 0 0MHz) : 8 2. 28 (s, 3 H) , 
4. 00 (s, 3H) , 4. 03 (s, 3H) . 6. 4 1 (d, J=4. 9Hz, 
1H) , 7. 0 9-7. 1 5 (m. 4H) . 7. 3 7 (s, 1 H) , 7. 3 9 
(s. 1H). 7. 42 (d, J=8. 5Hz, 2H) , 7. 55 (s. 1 H) , 
7. 61 (s, 1H), 7. 72 (s, 1 H) , 8. 44 (d. J=5. 5Hz, 
1H) 
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Itmavm (FD-MS, m/z) : 4 6 3 (M + ) ,4 6 5 (M + + 2) 
HWI2 0 8 

N- (3-7;;-4-^od7x-^) -N' - {4- [ (6, 
*»>-4-*yj;l/) 7x-i> ^1/7 (2 4 4) 

N- (4-^on-3--hD7x^) -N' - {4- C (6, 7->V h 
4->-4-*yy^) 7xx;l/} i>i/7 (lOOmg) £*qo*;I,a 

/tfiJ-Jl/*. (5m 1/1 5ml /3ml) fcfcflU f-*«fflH- MJ »> A 
(3 5 8mg) £JoiU 6 0°CKT2 O^ilftLfco ? a n*;l/ia?21fiI«ltB 

8*S*U 88**^ nD7h;UA/7Hr h> (10/1) TBSM" * > U tWI/ 
*7A^D7 h^77>( -l;:«fc*)ft»U *B©<b^«I«r3 9mg, lR^4 1% 

1 H-NMR (DMSO-dg, 5 0 0MHz) : 63. 94 (s, 3 H) , 
3. 9 5 (s, 3H) , 5. 3 0 (b r s, 1 H) . 6. 4 5 (d. J = 
5. 5 Hz, 1H) . 6. 6 4 (m, 1 H) , 7. 0 2 (m, 1 H) , 7. 0 6 
(d, J = 8. 6Hz, 1H), 7. 20 (d, J=9. 2Hz, 2H), 

7. 39 (s, 1H), 7. 52 (s. 1 H) , 7. 57 (d, J=8. 6Hz. 
2H), 8. 47 (d, J = 4. 9Hz, 1 H) , 8. 56 (s. 1H), 

8. 73 (s, 1H) 

VMSmiL (FD-MS, m/z) :4 65 (M + +l) 
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mtamo 9 

N— (3-^ b*is7at°)l) — N' - {4- [ (6, 7 - >>V h*y/-4- 
*J'))V)**A y*-M OUT (2 4 5) 

6, 7-^ h + «>-4- (4-7?;7x; + J/) +;>J> (51mg) * 
hJUi> (5ml) iZtoimMU MJxf-;U7*> (1ml) h 
>)7*x¥y (5 4mg) £flD*.> 2#l«Hin**«ELfco Si5«l:3-^ h + ^ 
7ok°;U7S> (0. 0 5ml) *in;U 1 2$HMS^aSELfc 0 

*;UA/7-t?h> (10/1) -eJg^-TSi/'J^y^^vA^pv - 

X H-NMR (CDC 1 3 , 5 0 0MHz) : 51. 8 2 (m, 2H) , 
3. 31 (s, 3H) . 3. 39 (m, 2H), 3. 50 (t. J=4. 5Hz, 
2H), 4. 03 (s, 3H) , 4. 04 (s, 3H), 5. 65 (b r s, 
1H), 6. 44 (d, J=4. 9Hz, 1 H) . 7. 10 (d, J = 8. 7H 
z, 2H), 7. 41-7. 55 (m, 4H), 7. 55 (s, 1H) , 
8. 46 (d, J=5. 5Hz, 1 H) 

(FD-MS, m/z) :411 (M + ) 

mMM2 1 0 

N- (2-y h*i/x^;l/) -N / - {4- [ (6, 7 -if* h*>>-4-* 
JV)V) it* 'A 7x-;b} "7 1/7 (2 4 6) 

6, l- ! Ji h + ->-4- (4-7J;7x; + v/) +;'J> (5 2mg) £ 
HUx> (5ml) KflnftfigflBU h "Jx*;b7S > (lml) ^MHiz^ h 
U7*^y> (5 4mg) £flD;i. ZftffltotmmLtZo fcJ&miZ3-* h*i/ 
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x-1-)lT I > (0. 0 5ml) 8 ^Jn«a«6 L fc c Kfom^gmfrm 

A/y-feh> (10/1) T'W5 •> 'J 7 A ^ d v h ^7 7 - l:«t 

1 H-NMR (CDC 1 3 . 5 0 0MHz) : 5 3. 3 6 (s, 3H) , 
3. 36-3. 53 (m, 4 H) , 4. 03 (s, 3H), 4. 03 (s, 3H) 
. 5. 81 (brs, 1H), 6. 43 (d, J=5. 5Hz, 1 H) , 
7. 8 7 (d, J =8. 5 Hz. 2H) . 7. 4 0 (s. 1 H) . 7. 4 5 (d, 
J =9. 2 Hz, 2H) . 7. 5 5 (s, 1 H) . 7. 92 (s, 1 H) , 8. 
4 5 (d, J=4. 9Hz, 1H) 

fl7>»fl (FAB-MS, m/z) :3 9 8 (M + +l) 

mmm2 1 1 

N— {4- [ (6, 7-s?y h^>-4-t/'J;i/) - 
N' - frU7 (2 4 7) 

6, 7-^^ h*->-'4- (4-7;;7xy + » +y 'J > (52mg) £ 
h;bx> (5ml) ldJD&iS*?U h'Jxf;l/7;> (1ml) h 
•J-7*xy> (54rag) 2^SQ^aML^ 0 Slt^2-h 0 'J i?Jl 

yf-;UT=>(0. 05ml) ^Jo^ 1 2«HSILfc„ RlSftfcBSMc 
h u ^atK^^jd^ i^if-^r-2®jismLfc*waWi«-lS«ftifckT 

;I/A/T-feh> (10/1) «t4v/ , i*7 f M7A^D7h^7^|; 

1 H-NMR (CDC 1 Q , 5 0 0MHz) :54. 00 (s, 3H), 
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4. 01 (s, 3H) , 4. 58 (d. J = 5. 5Hz, 2H), 6. 39 (d. 

J = 5. 5 Hz, 1H) , 6. 6 6 (m. 1 H) , 7. 0 5 (d, J = 9. 2H 
z, 2H), 7. 18 (m, 1 H) , 7. 34 (d, J = 7. 9Hz, 1 H) , 

7. 39 (s, 1H), 7. 45 (d, J=9. 2Hz, 2 H) . 7. 54 (s, 

1H) , 7. 6 6 (m, 1H) , 8. 4 0 (b r s, 1 H) , 8! 4 3 (d, J 
= 5. 5Hz, 1H), 8. 47 (d, J=4. 9Hz, 1 H) 
MStffffll (FD-MS, m/z) :4 3 0 (M + ) 

N- [ (4- t e r t -7^7^-;!/) y — N' - {4 - [ (6, 7 
->y h*i/-4-*y'J;t/) 7x-M frU7 (2 4 8) 

6, 7-^1 + ^-4- (4-7;;7x; + i/) (5 Omg) £ 

f^Ux> (5m I) <Cfln&i&ft?U h'Jx^;UT^> (1ml) SrflO**:^ h 
(5 5mg) 2»Bato«Mi*Lfco ElfiHHc (4-t e r 

t-m7xzi) ^W;> (0. 05ml) S-Jn*., 1 2 &fflftllft9% 
Ifco Sl&ttlc^K7k^hU^A7K^^tin^ #&x*jUT2lElfl&tt}Lrt:& 

£U &M£?aa*)l,A/Ttb> (10/1) -eJggg^S > U fiffrij? A 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : <5 3. 9 9 (s. 3 H) , 
4. 01 (s, 3H), 4. 38 (d, J = 5. 5Hz, 1 H) , 5. 81 (b 
rs, 1H), 6. 38 (d, J=4. 9Hz, 1 H) , 7. 02 (d, J = 
9. 2Hz, 2H), 7. 2 0-7. 4 0 (m. 7H), 7. 52 (s, 1 H) , 
7. 64 (s, 1H). 8. 40 (d, J = 5. 5Hz, 1 H) 

KSAVrm (FD-MS, m/z) : 48 5 (M + ) 
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$mm2 1 3 

n— {4- [ (6, 7->>y h*->-4-*y u;i/) 7x-^} - 

N' - (3-fc 0| J »;u) U7 (2 4 9) 

6, h + ^-4- (4-7;77xy + y) +;'J> (5 2m g) £ 

h;Ux> (5ml) iztia&mmi, h'JxW;> (1ml) tflp*.*:^ h 
>J "7 * > ( 5 6 m g ) £Sn;i> 2 #Ra;&n?&l&fL L fz 0 3 - 1° >J v?;U 

/?)17$> (0. 0 5ml) £JlD*.> 12^P B m^S^L^ 0 KJ&ttlc&flfe* 

;i/A/7-bh> (10/1) tlgat 5 ■> 'J * fJi/ A 7 A ? d ? h /7 7 ^ - 1: 

1 H-NMR (DMSO-dg, 500 MHz) : 6 3. 93 (s. 3H). 
3. 94 (s, 3H), 4. 34 (d. J = 5. 5Hz, 2H), 6. 40 (d, 
J=4. 9Hz, 1H), 6. 7 2 (t, J = 6. 1Hz, 1 H) , 7. 12 
(d, J =9. 2 Hz, 2H) , 7. 3 5 (m, 1 H) . 7. 3 7 (s, 1H), 
7. 50 (s, 1H), 7. 53 (d. J = 9. 2Hz. 2H) . 7. 72 (d. 
J = 7. 9 Hz, 1H) , 8. 4 3-8. 4 6 (m, 2H) , 8. 5 3 (s, 1 
H) , 8. 7 3 (s. 1H) 

©S##fM (FD-MS, m/z) :43 0 (M + ) 

!Ufe0J2 14 

N— {4- [(6, 7-^ht->-4-t;'J^) tt->3 7x^1} - 
N' - (4-b°U i?J],/1-Jl) <7U7 (2 5 0) 

6, 7-i^ h*S/-4- (4-7;;7i; + -» +y»J > (5 2mg) £ 
h;l^> (5ml) ldjn»fg*?U HJrf>UT5> (1ml) £mA_tz'&^ h 
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U7txy> (5 3m g ) ^ma, 2^mmimmttz 0 s»4-euy^ 

/ *)VT I y (0. 0 5ml) £Sn^ 1 25>p B 1J!jn^iiStLfco SC^Jc^KtK 

;UA/y-feh> (10/1) ■egK^^'jay^av/^ovh^?*-!:: 
«fc&«l!lU SS0fl;£$j£4Omg, JK^5 4%-e?#A: a 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 54. 01 (s, 3 H) , 
4. 03 (s, 3H) , 4. 43 (d, J=5. 5Hz, 2H) . 5. 9 7 (m, 
1H), 6. 40 (d, J = 5. 5Hz, 1 H) , 7. 08 (d, J=9. 2H 
z, 2H), 7. 20 (d. J=5. 5Hz, 2 H) , 7. 38 (s, 1 H) , 
7. 42 (d, J=8. 6Hz, 2 H) , 7. 54 (s, 1 H) , 7. 81 (s, 
1H). 8. 42 (d, J=5. 5Hz, 1 H) , 8. 49 (d, J=6. 1H 
z, 2H) 

JUBWHt (FD-MS, m/z) :4 3 0 (M + ) 
HS60J2 15 

N- {4- [ (6, h^->-4-^'J;l/) y^-M - 

N' - [(4-^^f;^7;/7x^l/) (2 5 1) 

6, 7-i?j h*v/-4- (4-7;;7x;+v/) +yj> (51mg) 5: 
bJlJL> (5ml) KftJKtJmU h'Ji^7UT^> (1ml) *Jp^.fcfft % h 
•J7*xy> (5 5mg) £tD;U 2^SD«ifij5(ELfco (4-iMf- 
Jb7;;7x^) >f;b7;> (10 4mg) *Dnx., 1 2#R|Jn*««Lfco 

gg£*ao*;l,A/7-t?h> (10/1) TJg&l-ra^'Jfty^ft^A^nv 
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h?y7<( -KXionmL «H©*k£4»*l 2mg* iR*l 5 %Ti#7t 0 

X H-NMR (DMSO-dg. 500 MHz) : 6 2. 8 7 (s, 6H), 
3. 93 (s, 3H), 3. 94 (s, 3H), 4. 18 (d, J=5. 5 Hz, 
2H), 6. 40-6. 43 (m, 2 H) , 6. 70 (d, J = 9. 2Hz, 2 
H) , 7. 13 (d, J=8. 6Hz, 2 H) , 7. 14 (d, J=8. 6Hz, 
2H), 7. 37 (s, 1H). 7. 51 (s, 1 H) , 7. 52 (d, J = 
9. 2Hz, 2H), 8. 44 (d, J=4. 9Hz, 1 H) , 8. 57 (s, 
1H) 

(FD-MS, m/z) :4 7 2 (M + ) 

mmm2 1 6 

N- {4- [ (6, 7-vM 7 - 

N' - (3, ha7 (2 5 2) 

6. 7 -vM Y*i/-4- (4-7;;7x; + v/) *>"J> (5 4mg) £ 
h;Ui> (5ml) Kfln&fc8PLfc&. 3, 5-^-ho7x^y/7^- 
H (8 1mg) ^rjn^ 2 0 ^fOiB^oSM L fc 0 nntfjUA/T-fe 

h> do/1) -esga-r-s^y^w^^A^nv h/77>f -jci&awiu 

mm<D{t&®%: 5 3 m g ^ JR$ 5 7 %T?mz 0 

X H-NMR (DMSO-dg, 5 0 0MHz) : <5 3. 94 (s, 3 H) , 
3. 95 (s f 3H), 6. 46 (d, J = 4. 9Hz, 1H) , 7. 24 (d, 
J =9. 2Hz, 2H) , 7. 3 9 (s. 1 H) , 7. 5 1 (s, 1 H) , 7. 
64 (d, J=8. 5Hz, 2H), 8. 42 (s, 1 H) , 8. 47 (d, J 
= 4. 9Hz, 1H), 8. 77 (s, 1 H) , 8. 77 (s, 1 H) , 9. 2 
1 (s, 1H) , 9. 7 3 (s. 1H) 

(FD-MS, m/z) :5 0 6 (M + +l) 
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HWJ2 1 7 

N- (i/^a^iyjl) -N' - {4- [(6, 7 - S J * b*-y- 4 -*J 'J 
>>U) 7x-;i>} »U7 (2 5 3) 

6, 7--;y l> + ->-4- (4-7;;7x>' + -» > (2 0 Omg) 

£h;Ux> (5ml) IcJn^l^LA:^ '>^D^i/;KVy7^- h 
(3 4 Omg) Ztiaz-, 8Q~9QVT*3 0ft®tiQl&mftltz o R&mzykZm 

«I*2 1 Omg. JRi£7 4%T~ntz 0 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 6 1. 11-1. 2 2 (m, 2 
H) , 1. 3 4-1. 4 6 (m, 2H), 1. 56-1. 66 (m, 2H). 

1. 6 8-1. 7 8 (m, 2H), 1. 96-2. 05 (m, 2 H) , 3. 64 
~3. 73 (m, 1H). 4. 05 (s, 6H) , 4. 58 (d, J = 7. 9H 
z. 1H), 6. 36 (s, 1H), 6. 46 (d, J = 4. 9Hz, 1 H) , 
7. 13 (d, J=8. 6Hz, 2H), 7. 42 (d, J = 8. 6Hz, 2H) 
. 7. 42 (s, 1H) , 7. 56 (s, 1 H) , 8. 4 8 (d, J = 4. 9H 

2, 1H) 

®g$WHI (FD-MS, m/z) :42 1 (M + ) 
H*fe0J2 1 8 

N- (3, 4-^7Mo7x-;b) -N' - {4- [ (6> h*<> 

t4>>] 7xz;b} frU7 (2 5 4) 
6, 7-vM h**>-4- (4-7^7x; + -» *y D> (5 Omg) £ 
hfrJL> (5ml) IC?jn&i§A?U h'Jx^^T^> (1ml) fcJtaifctk h 
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■J7*xy> (5 5mg) Zljaz., 3ftffltiammmLti 0 SJt^tc3, 4-y7 
Ma7-'J> (6 6mg) ttox.. 2 0^»^S«ELfco ^S&lc^&Tklt 

i*U h »J ^AT^L/c 0 «ET««l*ff*Lx Mt£* nn*;b 

A/7*h> (1 0/i) ^M^t^UrtW^A^n^ -fcj; 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 54. 03 (s, 3 H) , 
4. 06 (s. 3H), 6. 45 (d. J=5. 5Hz, 1 H) , 6. 96- 

7. 0 2 (m, 1H), 7. 0 2-7. 1 0 (m. 1 H) , 7. 1 1 ( d, J = 

8. 5 Hz, 2H) , 7. 4 1-7. 4 5 (m, 2 H) , 7. 4 8 (d, J = 
8. 6Hz. 2H), 7. 58 (s. 1 H) . 7. 72 (s, 1 H) . 7. 74 
(s, 1H), 8. 44 (d, J = 5. 5Hz, 1 H) 

M&ftVrm (FD-MS, m/z) :45 1 (M + ) 

N— (2, 4, 5- h 'J7^D7x-^) -N' -{4-C(6. 7-v*y 

h^->-4-^y;;i/) 7x^i/} fruy (2 5 5) 

6, 7->M h + ^-4- (4-7;y7x; + >» *y If > (5 Omg) * 
h;l/x> (5ml) \zlJQimmi. M;i*>U7$> (1ml) *SD^^ h 
'J7*X>f> (5 5mg) £J)D;U 35>KSD^i8J(EL^ 0 RJ63ftfc2. 4, 5- 
HJ 7;M-u7-'J> (7 5mg) £fln;U 2 0^lffl3QD«a«EL^ o Kfcttfclfc 

n*^A/7-fe h> (10/1) -egll-f 5V"J*W7A^D7 h^7>f 
-KJ^tflS^U £&©ft&tl£5 8mg. W7 3%-t?^fco 
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L H-NMR (DMSO-dg, 500 MHz) : 6 3. 94 (s, 3H), 
3. 9 5 (s, 3H) , 6. 4 5 (d, J = 5. 5 Hz, 1 H) , 7. 2 4 (d, 
J=8. 6Hz, 2H), 7. 40 (s, 1H), 7. 52 (s, 1H), 

7. 59 (d, J=8. 6Hz, 2 H) , 7. 6 2-7. 7 0 (m, 1H), 

8. 17-8. 2 5 (m, 1 H) , 8. 4 8 (d, J =4. 9 Hz, 1 H) , 
8. 7 6 (s, 1H) , 9. 2 3 (s, 1 H) 

mmftmrn cfd-ms, m/ z ) .-46 9 cm + ) 

N- (2, 4, 6-h'J7;l/tQ7x-;l/) -NT - {4- [(6, 

7x-jH OUT (2 5 6) 

6, 7-v^ h*v-4- (4-7;y7i; + y) D > (5 Omg) £ 
h;Ui> (5ml) (cJd^HIU MJxf-;U7 5> (1ml) h 
•J7*xy> (5 5mg) fcflpjU 3»M»I<IMI«EL^:o RJS*fc2, 4, 6- 
h'j7^D7-U> (7 5mg) «|n;U 2 0»H5«ELfco EJ£WHc£ 

DtJl/V7-bh> (10/1) TSign •> 'J A^*7 n-7 7 -f 
-fc.fc*)««U £g©ffc£«:3 7mg, tt*4 7K-C»fc 0 

1 H-NMR (DMSO-dg, 5 0 0MHz) : 53. 94 (s, 3 H) , 

3. 9 5 (s, 3H) , 6. 4 3 (d, J = 5. 5 Hz, 1 H) , 7. 2 0 (d, 

J = 8. 6Hz, 2H). 7. 29(t. J = 8. 6Hz, 2H), 7. 39 
(s, 1H), 7. 52 (s, 1H), 7. 58 (d. J=8. 6Hz, 2H). 

8. 0 7 (s, 1H) , 8. 4 6 (d, J =5. 5 Hz. 1 H) , 9. 1 4 (s, 
1H) 
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li^flfl (FD-MS, m/z) :4 6 9 (M + ) 
H»J2 2 1 

N- (2, 3, 4- h 'j7Ma7x-;l) -N' - {4- [ (6, 7- it* 
h^->-4-^yj;U) ?M^>3 7x-M C2 5 7) 

6, 7-^h + ->-4- (4-7;;7x; + -» (50mg)^ 
h;Ux> (5ml) Kfln&fcfl?U h'MW;> (1ml) ZlM*.iz&^ h 
•J7*7y> (55mg) fcAD*.. 3 ftf&Mlk&Wl L fc 0 2, 3, 4- 

h'j7^o7-';> (T5mg) 2Q9tm\\tmmLtZo Kfomz&i 

a*;UA/7-fe h> (10/1) Tffiin->^m7A^D7h/77-r 
-fcJ:0««U mm<Oit&M*l 8mg, iR$2 3 9*T»fco 

1 H-NMR (DMSO-dg, 50 0MHz) :<53. 94 (s, 3 H) , 
3. 95 (s, 3H). 6. 44 (d, J=4. 9Hz. 1 H) . 7. 23 (d. 
J = 8. 6Hz, 2H) , 7. 2 5-7. 33 (m, 1H), 7. 39 (s, 1 
H) , 7. 52 (s, 1H), 7. 59 (d, J=8. 6Hz, 2H), 

7. 8 5-7. 9 2 (m, 1 H) , 8. 4 7 (d, J = 5. 5 Hz. 1 H) . 

8. 73 (s, 1H) . 9. 2 1 (s, 1H) 
HS##Hi (FD-MS, m/z) :46 9 (M + ) 

HS60J2 2 2 

N- (2, 5->M h^'>7x^l/) -N' - {4- [ (6, 
-4-*7'J;U) (2 5 8) 

6. 7-> f > h + v/-4- (4-7^7x; + v/) (5 6m g) £ 
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h;l/i> (5ml) IztiaWmU h*)3.*JlTi> (1ml) ^jnHfz^ b 
*)7*X¥> (6 6mg) StTJO^n 3ftfflflaMo&WLltz 0 Kl&miz2, 
h*<>7-'J> (1 0 2mg) fcfln** 1 0#®tia1&&mLtz o 

mi- b w^mmtm*., ftitif : ^-e2iHittiis iiz&Ritm*mii&tit-e 
ffi&u m*mmi-bv*i>"eimitio «eet»me*b*u mm*? on* 

JU*/7*b> (10/1) TBBB-r*'>>;*'ir*;U*'7A^D-7h^7-f-t 
«fc$*HHU »(D^8 lmg. «¥9 OKTfcfco 

1 H-NMR (CDC 1 3 . 5 00MHz) :<5 3. 6 8 (s, 3H) . 
3. 78 (s, 3H), 4. 02 (s, 3 H) , 4. 05 (s, 3H), 

6. 46 (d. J=5. 5Hz, 1 H) , 6. 53 (dd, J = 3. 1. 8. 5 
Hz, 1H), 6. 76 (d, J=9. 2Hz, 1 H) , 7. 13 (d, J = 
9. 2Hz, 2H), 7. 43 (s, 1 H) , 7. 52 (d, J = 9. 2Hz, 
2H), 7. 55 (s, 1H), 7. 57 (s, 1 H) , 7. 78 (s, 1 H) . 

7. 91 (d, J=3. 1Hz, 1H). 8. 49 (d, J=4. 9Hz, 1 H) 
M*MJr* (FD-MS, m/z) :4 7 5 (M + ) 

Hflfe0J2 2 3 

N- (3. h^->7x^) -N' - {4- [ (6, 7-5M b*i/ 

-4-*S VJD 7*~)l>} frU7 (2 5 9) 

6, 7-SM h*f-4- (4-75;7x/ + '» +7 U> (53mg) £ 
h;Ux> (5ml) fcftlJN&JBU MJxfMl/7S> (1ml) *WLid&* b 

v?*xY> doimg) zmz., A^mmmmmifzo msmtza. 5-* 

/ h*5/7-U> (62mg) £flD*.> 1 3£MftlM^l*:o KJt*&{C^ifc7K 
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;l,A/7-t?h> (10/1) TTJgirr£*>U#y;l'*7 7A?a-7 h?y74 -\z 
«fc!>f*BU glOlb^8 5mg, JR*1 0 0%T?#fco 

1 H-NMR (CDClg, 5 0 0MHz) : 6 3. 7 3 (s, 6 H) , 
4. 00 (s. 3H), 4. 03 (s, 3 H) , 6. 18 (s, 1 H) , 

6. 42 (d, J=5. 5Hz. 1 H) , 6. 60 (s, 1 H) . 6. 60 (s, 
1H), 7. 09 (d, J=8. 6Hz, 2H), 7. 40 (s, 1 H) , 

7. 45 (d, J=8. 6Hz, 2H), 7. 56 (s. 1 H) . 7. 68 (s, 
1H), 7. 85 (s, 1H), 8. 45 (d, J = 5. 5Hz, 1 H) 

fflbWrit (FD-MS. m/z) :4 7 5 (M + ) 

H&M2 2 4 

N- (2, 3-?74/*p7jl.=jIO -N' - {4- [ (6, 7 -'J/ 
-4 --fry U;U) 7x-M 7 1/7 (2 6 0) 

6, h + ->-4- (4-7i;7x; + >') *y 'J > (5 Omg) £ 

h^x> (5ml) CftM&IRU HJxf-;W7$> (lml) *an*.fcfc x h 
'J7*xy> (55mg) 3^IBttDnWKLfco .RJCtt»w2. 3-5* "7 

^□7-'J> (5 1ml) &fln;U 2 0^HtlD^»^L)to KJfctefc&BfcTMS 

A/7H?h> (10/1) T'Jg§il1-'5'> , MW^5A^nvhr57^-lr«k 
fcHlttU £g©<t£«5£6 Omg. IW7 9%T'#^o 

1 H-NMR (DMSO-dg. 5 0 0MHz) : <5 3. 9 4 (s, 3H) , 
3. 95 (s, 3H) , 6. 4 5 (d, J = 4. 9 Hz, 1 H) , 7. 0 2- 
7. 0 8 (m, 1H), 7. 11-7. 19 (m, 1 H) . 7. 2 3 (d, J = 
9. 2 Hz, 2H) . 7. 3 9 (s, 1 H) , 7. 5 2 (s. 1 H) , 7. 5 9 
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(d. J = 9. 2Hz, 2H), 7. 9 4-7. 9 9 (m, 1 H) , 8. 47 
(d, J = 4. 9Hz, 1H), 8. 78 (s, 1H), 9. 25 (s, 1 H) 
li^f (FD-MS, m/z) :45 1 (M + ) 

N- (3, 5-^7;l/tD7x-;l/) -N / - {4- [ (6, h*-> 
-4-*7'J;lQ tt->] (2 6 1) 

6. h + ^-4- (4-7;;7x;*i') *yj> (50mg) £ 

h;bJi> (5ml) Ktn***PU hiJxWi> (1ml) h 
V7*7^> (55mg) £fln;U 3 £|E32nft3% L tz a Kl&ttfc 3 , 5 - v> 7 
*tn7-'J> (6 6mg) 2 0»iiiILfco RiEtt^KIWc* 

V7th> (10/1) TJ8Ht-*i' , ;*y^*7A^n^ -lei 
&»«U %M(D4t&%}& 4 9mg, R¥6 4%Tli^ 0 

1 H-NMR (DMSO-dg, 5 00MHz) : 53. 94 (s, 3 H) , 
3. 95 (s, 3H), 6. 45 (d, J=4. 9Hz, 1 H) , 6. 75- 
6. 8 3 (m, 1H), 7. 16-7. 2 6 (m, 4 H) , 7. 3 9 (s, 1 H) 
. 7. 5 2 (s, 1H) , 7. 5 9 (d, J =8. 6 Hz, 2 H) , 8. 4 7 
(d, J =4. 9 Hz, 1H) . 8. 9 9 (s. 1 H) . 9. 1 2 (s, 1H) 

9M5Wm (FD-MS, m/z) :45 1 (M + ) 
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HBS6W2 2 6 

N- (2, 3, 6-h'J7;btn7x-;l/) - N' - {4- [ (6, 7-i?/ 
h^>>-4 ij;!,) 7sl-M (2 6 2) 

6, 7 -if* h*y-4- (4-7;;7*;*'» */ 'J > (5 Omg) * 
h;Ux> (5ml) lcjDl»»j»L, hUxf-;U7$> (1ml) £iJD*fc8U Y 
i)7*x*f> (5 5mg) ttnz.* 3&maBc&mLtZo KiB*lc2, 3.6 — 
h 'J 7Mp7- 'J > (53ml) £fc]aU 2 0#fcWIMHftLfco SftttKft 

o*;l,A/T-feh> (10/1) T'S^-T-Sv"; iifkfiyUtu-? yy^u 

X H-NMR (DMSO-dg, 5 0 0MHz) : 53. 93 (s, 3 H) , 
3. 94 (s, 3H), 6. 44 (d, J=5. 5Hz. 1H), 7. 15- 
7. 2 5 (m, 3H) , 7. 3 3-7. 4 4 (m, 2H) , 7. 5 2 (s, 1 H) 
, 7. 5 9 (d, J =8. 6 Hz, 2H) , 8. 4 1 (s, 1 H) , 8. 4 6 

(d. J=4. 9Hz, 1H) , 9. 18 (s, 1 H) 

HS##HI (FD-MS. m/z) :4 69 (M + ) 

mm\227 

N- (2, 6-^7itQ7x-;l/) -N' - {4- [ (6. 7- ! J* h*-> 

;MrS/] 7x^} 7U7 (2 6 3) 
6, 7-5M h + ^-4- (4-7i;7xy + y) > (5 Omg) £ 

h;Ux> (5ml) Icfln&jgjgLfc^ 2, 6-^7AtD7x-iKV«m 

-h (io4mg) zua^ 3o^muafmmLfz Q #f*LT*fcfifa*wRu 

h *x >-eft*-T 5Cil:«kt) mm<D4t£®$: 5 7 m g x 7 4 %T-^fc 0 
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H — NMR (DMSO-dg, 5 0 0MHz) : <5 3. 9 4 (s, 3H), 
3. 95 (s, 3H), 6. 44 (d, J = 4. 9Hz, 1 H) , 7. 13- 
7. 25 (m, 4H), 7. 2 8-7. 38 (m, 1 H) . 7. 39 (s, 1 H) 
. 7. 52 (s, 1H), 7. 59(d, J =9. 2Hz, 2H), 8. 15 

(s, 1H), 8. 46 (d, J=5. 5Hz, 1 H) , 9. 09 (s, 1 H) 

SM&Vm (FD-MS, m/z) :45 1 (M + ) 

l£&fe0J2 2 8 

N — [2, 5-h'X (h'J7;l/tn^f^) 7 -N' - {4- [(6, 

7-i^V h*>"-4 -4;'J;l/) 7x-M frU7 (2 6 4) 

6, 7-v>V h + ^-4- (4-7^y 7xM-» +yj > (50mg) £ 
h^x> (5ml) lcflD*&8l?U h'Jxfj!/7;> (1ml) %mz-tz'&, b 
l )7 * xy> ( 5 5 m g) £](JD;U 3 #Raflnl&18fc L fc 0 2 , 5 - h'X 

(h'j7;^o^f^) T-U> (79ml) 2 O^RTOB^iKLfco 

m££9uu*)l,2*/T*h> (10/1) -eg^-T5 >U*W/7 7A^o-7 
h/57>r-(c«kt)mS{U Ii©{l:^3 0mg, iR^3 2%-e^fc 0 

1 H-NMR (DMSO-dg, 500MHz) : 6 3. 94 (s, 3H), 
3. 95 (s, 3H), 6. 45 (d, J=4. 9Hz. 1 H) . 7. 24 (d, 
J=9. 2Hz, 2H), 7. 40 (s. 1 H) , 7. 52 (s, 1 H) , 

7. 6 0-7. 6 6 (m, 3 H) , 7. 95 (d, J=7. 9Hz, 1 H) , 

8. 38 (s. 1H). 8. 4 6-8. 52 (m, 2H) . 9. 70 (s, 1 H) 
II^I(FD-MS, m/z) :551 (M + ) 
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mmm2 2 9 

N- (2, h^->7x-;l/) -N' - {4- [ (6, 1-*J* h^-> 

-4-*7U;l) -7^^;!/} frU7 (2 6 5) 

6, 7- ->V h + (4-7i;7i; + -» +>"J > (5 lmg) £ 

(5ml) twjDJl&SlBU HJxf-^7 5> (1ml) &m*.tz'&^ h 
U7*xy> (72mg) &*Q;U ^^WmWLLtZo 4-V* 
h*</7-V> (6 0mg) &J0;U 1 l#F«gtJD&gafcLfc 0 ££&lc&Sfcte!S 

A/7t h > (1 0/1) -eJS^Sv/U^^^^^^DThr^^^ -JCJ; 
OSWU mm(D4t&®$:4 4mg. JK^5 3%T^fc 0 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 6 3. 7 4 (s, 3 H) , 
3. 80 (s, 3H), 4. 03 (s, 3 H) , 4. 05 (s, 3 H) , 

6. 44-6. 5 1 (m. 3 H) . 7. 0 6 (s. 1 H) , 7. 12 (d. J = 
9. 2Hz, 2H), 7. 43 (s, 1H), 7. 49-7. 51 (m, 3 H) , 

7. 5 7 (s, 1H) , 7. 8 6 (d, J =8. 6 Hz, 1 H) , 8. 4 8 (d, 
J = 5. 5Hz, 1H) 

»#*HiS (FD-MS, m/z) :475 (M + ) 

HJ60I2 3 0 

N - (2-^OD7x-;t>) -N / - {4- [(6, 7-*J* b*i/-4-* 
JV)V) 7x-Jl/} frU7 (2 6 6) 

6. h*->-4- (4-7;;7x; + -» +/"J> (5 2mg) £ 

h;Ux> (5ml) Kfam&JBLfcgU 2-?DB7x-Mvm- h 
( 0 . 0 5ml) £in;U 3 0 tfrttlHSafe L fco * ° n *;u a/7 
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Hrh> (10/1) T'&mtZi'*)J3YJ\'iJ5J*5a^h>r7 7 4-izJ:l)mm 
Lx ^©{fc&»6 4mg x 1R$8 l%T*§rt: 0 

X H-NMR (CDC 1 3 , 5 0 0MHz) : 5 4. 0 1 (s. 3 H) . 
4. 05 (s, 3H), 6. 46 (d. J=4. 9Hz, 1 H) , 6. 98 (d 
d, J=7. 3, 7. 9Hz, 1H), 7. 14 (d, J = 8. 6Hz, 2H), 
7. 26 (dd. J=7. 3. 7. 9Hz, 1H). 7. 31 (d, J = 7. 9 
Hz, 1H), 7. 43 (s, 1H), 7. 52 (d, J = 9. 2Hz, 2 H) , 
7. 5 7 (s, 1H) , 7. 5 7 (s, 1 H) , 8. 2 4 (d, J =7. 9 Hz, 
1H), 8. 37 (s, 1H). 8. 50 (d. J = 5. 5Hz, 1 H) 
©*##Ht (FD-MS, m/z) :4 4 9 (M + ) , 451 (M + + 2) 

mm 2 3 1 

N- (3-^dd7x-^) — N" - {4- [ (6, 1- : J* Y*i/-4-*r 
yj;u) ** : s~\ 7x-;b) frU7 (2 6 7) 
6, h*->-4- (4-7W7x; + i/) +;U>(52mg)«- 

(5m 1) \zmfmtRLiz&^ 2-^oa7xzHvm- h 
(0. 0 5ml) £flo*.> 3 O^KIJnKftiS^L^o Dn*W7 
•fe h > (10/1) TBggt 5 'J ^y;l/* 7 A n 7 h ^7 7 -r-i: J: t) if|8( 
U ^Jg©>ffc£#l£ 7 2 m g . Mm 9 3 %T&fc 0 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 5 3. 9 8 (s, 3H) , 
4. 03 (s, 3H), 6. 41 (d, J = 4. 9Hz, 1 H) , 6. 99 (d, 
J = 7. 9 Hz, 1H) , 7. 0 9 (d, J =8. 5 Hz, 2 H) , 7. 16 
(dd, J=7. 9Hz, 7. 9Hz, 1 H) , 7. 23 (d, J=8. 6Hz. 
1H) , 7. 3 8 (s, 1H) . 7. 4 2-7. 4 4 (m. 3 H) , 7. 5 6 
(s, 1H), 8. 13 (s, 1H). 8. 14 (s, 1 H) , 8. 44 (d. 



WO 97/17329 



194 



PCT/JP96/03229 



J = 5. 5Hz, 1H) 
m&fiVrm (FD-MS, m/z) :4 4 9 (M + ), 45 1(M + + 2) 

H»J2 3 2 

N— (2, 3-v>V h4->7x-=JU) -N / - {4- [ (6, l-'J* 
-4-^yj;U) 7x-iH 91/ 7 (2 6 8) 

6, 7-v>V h + ->-4- (4-7;;7xy + i/) +yj > (5 2mg) £ 
(5ml) {rJnlfe^U b>)*-1-JlTi> (1ml) ^rjD^^ h 
'J7txy> ( 7 4 m g) Ztiaz.^ 3 ftMAnaUBffiE L fc c SlSttl;: 2 , 3-y7 
h + ^>T-U> (0. 0 5ml) £fln;^ 1 l^SQ^il^Lfco RJEttlcRlfc 

*W7th> (10/1) -Ciggat-S^U^y^^^A^ov h^7>f - 

fc«kO«»U S®<D{t&«-8 3mg. JR^l 0 (WT»fco 

1 H-NMR (CDC 1 3> 5 0 0MHz) : 8 3. 7 2 (s, 3 H) , 
3. 84 (s, 3H), 4. 02 (s, 3H) . 4. 05 (s, 3H), 

6. 46 (d, J = 5. 5Hz, 1 H) , 6. 62 (d. J=7. 9Hz, 1 H) 
. 7. 05 (dd, J=8. 5. 8. 5Hz, 1 H) , 7. 13 (d, J *= 

9. 2Hz, 2H), 7. 43 (s, 1 H) , 7. 54 (d. J = 8. 6Hz, 
2H) . 7. 5 8 (s, 1H) , 7. 8 5 (d, J =8. 6Hz, 1 H) . 

7. 88 (s, 1H), 8. 27 (s. 1 H) , 8. 50 (d, J = 5. 5Hz, 
1H) 

nmftmm (fd-ms, m/z) =475 (m + ) 
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£ffi092 3 3 

N- (4 -b Ka*'>7xx;U) -N' - {4- [ (6, l-'J* h4-->-4 
-*7'J;b) 7x-;i/} <yis7 (2 6 9) 

N- (4-'<>^ + v'7zi*) -N' - {4- [ (6, 7-v?y h + i/ 
-4-*y";JlO 7x_;K <7U7 (2 2 8mg) £N, N-S^y^U 

*AA7; K/#$xf-;U (15 ml /2 0ml) IcjgjgU hl)x^;U7S> 
(4ml) £fln*.*:&, 2 OKjfcMMfc/^^A (1. 1 8 g) *Jn;U **# 
x»ffl»TM7?l 5«flHHifliLfco RJ6»**7-f h5«U $tt£*|ftL*: 
Sl^^DoMA/7tF> (10/1) -cm+&i/VijrJMj7J*9 
a? h^77^ -JCfctJflWIU ^SO^^f^l 8 8mg. JR*1 0 0%T'i 

1 H-NMR (DMSO-dg, 500 MHz) : 6 3. 98 (s, 3 H) , 
3. 99 (s, 3H), 6. 60 (d, J=5. 5Hz, 1 H) , 6. 68 (d, 
J = 8. 6 Hz, 2H) , 7. 2 1 (d, J = 8. 5 Hz, 2 H) , 7. 2 2 
(d, J-8. 5Hz, 2H), 7. 47 (s, 1 H) , 7. 60 (d, J = 
9. 2Hz, 2H), 7. 61 (s. 1 H) . 8. 58 (s, 1 H) , 8. 59 
(s, 1H), 8. 98 (s, 1H), 9. 03 (s, 1 H) 

SStftfrfit (FD-MS, m/z) :431 (M + +l) 

N- (4~7t^-'>7x^) -N' - {4- [(6, 7-^^->-4 
y^~Jl} 3U7 (2 7 0) 

N- (4-fc Ko + ->7 -N' - {4- [ (6, 7-vM h + i/-4 
-*y'J;U) 7x^;H (47mg) Zmtff-ls^ (6ml) 

fcfcJBU HJxf-^TS > (2ml) fcfllifctk «f7K#l& (0. 5ml)* 
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l£*Lfco ffiETfemZQ&kU »8*^QnW/7th> (10/1) T 

SBBi- -5'>'j*y;i/*7A^n-7h^77>f-ic«kt)«aiu mm<z>it&®& 

3 5mg. iR^6 8%T^fc 0 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : d 2. 31 (s, 3H) , 
4. 01 (s, 3H), 4. 04 (s, 3 H) , 6. 43 (d, J=5. 5Hz, 
1H), 7. 01 (d, J = 8. 6Hz, 2 H) . 7. 11 (d, J=9. 2H 
z. 2H), 7. 26 (brs, 1H), 7. 32 (d. J=9. 2Hz, 2 H) 
, 7. 4 0 (s, 1H) , 7. 4 5 (d, J =9. 2 Hz, 1 H) , 7. 5 6 
(s, 1H) , 7. 56 (brs, 1 H) , 8. 46 (d, J=4. 9Hz, 1 
H) 

BMAVm (FD-MS, m/z) :4 7 3 (M + ) 
^Jfe0J2 3 5 

N- (3, 4, 5-HM ht->7x-Jl/) -N / - {4- [ (6, 1-2* 
h*i/-4-*y UdO 7x^Jl/} 9U7 (2 7 1) 

6. 1-2* (4-7; j 7x; + ^) (52mg) £ 

(5ml) IzUammU hV**)VT$> (1ml) *Joifc^ r 
•J7*^> (6 6mg) £fln;U 2#RMB^8ELrt:o RJ6ttfc3. 4, 5- 
v?y h*->7-'J> (7 6mg) £Jra;U 1 9^P B 1JDlfeiiMLfco RJCttlwftK 
h 'J *A7k*tt*JlD;U »»i^^20ttteLfcft*W*l»I*!a* 

*;UA/7-t? h > (10/1) T?JHMt**>U*y;P*7A^Dvh^5 7-f - 
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H — NMR (CDC I g, 500 MHz) :53. 81 (s, 6H), 
3. 83 (s, 3H), 4. 02 (s, 3H). 4. 05 (s, 3 H) , 

6. 44 (d, J=4. 9Hz, 1 H) . 6. 69 (s. 2H) , 7. 12 (d, 
J=9. 2Hz, 2H), 7. 41 (s, 1 H) , 7. 41 (b r s. 1H), 

7. 48 (d, J=8. 6Hz, 2 H) , 7. 57 (s, 1 H) , 7. 58 (s, 
1H), 8. 47 (d, J=4. 9Hz, 1 H) 

mmftftm (FD-MS f m/z) :5 0 5 (M + ) 

fUtefll2 3 6 

N— (2, 4-i?7^P7x^) - N' - {4- [ (6, 7-v>V h*-> 

7 3.— M uU7 (2 7 2) 

6, 7-^> h + ->-4- (4-7;;7x;+-» +7 'J > (lOOmg) 
£h;Ui> (10ml) fcta*l*»Lfclk 2, 4-y'7WD7xz;KVy 
T*-h (12 0ml) *fln;U 3 0 Uc 0 tffiiiLTfcfclgS** 

*U h^x>T?ft^£c:<fcicJ;!J^©tt^£l 2 8rag, JR^8 4%"e 

1 H-NMR (DMSO-d g, 5 0 0MHz) : 6 3. 9 4 (s, 3 H) , 
3. 95 (s, 3H), 6. 46 (d, J=4. 9Hz, 1 H) , 7. 03- 
7. 10 (m, 1H), 7. 2 2 (d, J = 9. 2 Hz, 2H), 7. 2 8- 
7. 3 5 (m, 1H), 7. 3 9 (s, 1 H) , 7. 5 2 (s, 1 H) , 

7. 59 (d, J=9. 2Hz, 2H), 8. 05-8. 12 (m, 1 H) , 

8. 4 7 (d. J =5. 5Hz. 1 H) , 8. 5 2 (s. 1H) . 9. 1 5 (s, 
1H) 

MtfMfHI (FD-MS, m/z) :451 (M + ) 
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mmm2 3i 

N- (2. 5-v>'7^tQ7x^) -N' - {4- [ (6, l-'J* 
-4-*J*))l) 7 frU7 (2 7 3) 

6. 7-^n + ->-4- (4-7;;7x7 + y) +;'J>(100mg) 
£h;Ui> (10ml) Kmm&RLIzMk* 2, 5->>'7Wo7x-Mvy 
7*-h (12 0ml) £fla;t, 3 0 L £ 0 flrfcb LT*fcttfi*it 

$U h;l/X>Ti5fe^tSC<i:^<kt)^SO<b^^l 32mg, lRl$S8 7%T" 

* H-NMR (DMSO-dg, 500MHz) : 8 3. 94 (s, 3H), 
3. 95 (s, 3H), 6. 46 (d, J=5. 5Hz, 1H), 6. 80- 

6. 8 7 (m, 1H) . 7. 2 3 (d, J =9. 2Hz, 2H) , 7. 2 7~ 

7. 3 3 (m, 1H) , 7. 4 0 (s, 1 H) , 7. 5 2 (s, 1 H) , 

7. 59 (d, J = 8. 6Hz, 2 H) . 8. 0 3~8. 08 (m. 1 H) , 

8. 47 (d, J=5. 5Hz, 1 H) . 8. 78 (s, 1H) , 9. 27 (s, 
1H) 

Mftffil (FD-MS, m/z) :451 (M + ) 

mmm2 3s 

N- (4 -7 S ;-2-^na7x-;l/) ~N' - {4- [ (6, 1-*J* h 
*i/-4-*J ;Mr»>] 7*-)l>) (2 74) 

N- (4-^on-3--ho7x-;b) — N' - {4- C (6, 7- } J/ h 
**/-A-*J >J;lO 7x-;l/} £1/7 (15 0mg) ^Jan^A 

/**J-)l/jbL (1 Oml/1 3ml /3ml) lc&fl?U h U ^ 

A (5 0 1mg) £*JD;U 6 O'CKTS 0#FH«E#L*:o * o n*;UA-e2lH]tt 
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»»*«*u m.m*t oa*ju*/7* \> > ci o/i) •esw-rsfjay 

1 H-NMR (DMSO-dg, 5 0 0MHz) : <5 3. 94 (s, 3H), 
3. 94 (s, 3H), 5. 14 (b r s, 2H), 6. 43 (d. J=4. 9 
Hz, 1H), 6. 51 (m, 1H), 6. 65 (d. J=2. 5Hz. 1 H) . 
7. 17 (d, J=9. 2Hz, 2H), 7. 38 (s, 1 H) , 7. 48 (d, 
J=8. 6Hz. 1H), 7. 51 (s, 1 H) , 7. 56 (d. J=8. 5H 
z, 2H) , 7. 83 (s, 1H), 8. 45 (d, J=5. 5Hz, 1 H) , 
9. 1 0 (s, 1H) 

n&fiVrm (FD-MS, m/z) :4 64 (M + ), 4 6 6 (M + +2) 

0U60J2 3 9 

N- {4- [ (6, h^->-4-^'J^) 7x-;U} - 

N' - [2-xh^y/^M:-^7x-^] ft (2 7 5) 

6, 7-i?y h + i/-4- (4-T^y "7iy + » D > (1 0 Omg) 
£h;l,x> (10ml) fcfln&igfgSU MJxWi> (1ml) *1m?LtM^ 
Y*)7*7>>f> (10 Omg) irUa^ 2 ^RMttS^ L fc e Kltfei^b- 
2-7 S JK^/x.- h (84mg) £flD;is 2l^»^ig^Lfco B^SjftKiK 

0*^/7* h> (10/1) fcy^rt 5 A* n^? h^77^ 

-K<fc«9*jtSU £g©{fc£«j£8 6mg, W5 2%tifc e 

1 H-NMR (DMSO-dg. 90MHz) : 1. 37 (t, J = 7Hz, 
3H) , 3. 94 (s, 3H) , 3. 94 (s, 3 H) . 4. 38 (q, J = 7 
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Hz, 2H), 6. 47 (d, J=5Hz, 1H), 7. 1~8. 1 (m, 9 H) 
, 8. 38 (d, J=9Hz, 1H), 8. 47 (d. J=5Hz, 1 H) , 
9. 9 2 (s, 1H), 10. 10 (s, 1H) 
1!fi##HI (FD-MS, m/z) :48 7 (M + ) 

HJS0J2 4O 

N— (2-/*JH-*7x.-)l>) -N' - {4- [ (6, l-'J* h*^-4 
-^;'J;l/) 7x-;l/} (2 7 6) 

6, 7-i?y h^^-4- (4-7i;7x; + y) +y"J> (1 3 lmg) 
£h;bx> (13ml) IcjQ&igftSU h'Jx^7;> (2. 6ml) £210* 
fc^ h'j7*xy> (15 2mg) £JD^ 2&mnMMMLtZo 
-t^^itT—Vy (0. 11ml) £JD^ 1 O^JJOa&gfciSLfco W&@L 

^?on*W7tb> (4/1) -eSgif 5 >»J*W*^A^d-7 

X H-NMR (DMSO-dg, 500MHz) .62. 50 (s, 3 H) , 
4. 00 (s. 3H), 4. 00 (s, 3H). 6. 51 (d, J = 5. 5Hz, 
1H), 7. 0 8-7. 15 (m, 1 H) . 7. 2 5-7. 3 5 (m, 3H), 
7. 45 (s, 1H), 7. 48 (d, J=7. 9Hz, 1H), 7. 58 (s, 
1H), 7. 67 (d, J=8. 5Hz, 2 H) , 7. 99 (d, J = 7. 9H 
z. 1H), 8. 24 (s, 1H), 8. 53 (d. J = 5. 5Hz, 1 H) . 
9. 6 1 (s, 1 H) 

li^KFD-MS, m/z) :46 1 (M + ) 
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HWJ2 4 1 

N- [3, 5-b'X (bVPMo/i-Jl) 7x-;U] -N' - {4- [ (6, 
h*->-4-*7 7 uU7 (2 7 7) 

6. 7-ifjt h*->-4- (4-7;;7x^-» +;>J> (5 Omg) £ 
h^x> (5ml) tzmmmmi. HJxf-4,7S> (lml) ^Jnx.fc^ h 
'J7**y> (55mg) ^rSa^. 3 #P H m*fcI2i£ I £ D Sft^(c3. 5-t'Z 
(h'j7Atn^A) 7-U> (116mg) fcfln*., 2 0MiMl/:, 

8tt*^Dn*;l/A/7Hrh> (10/1) "eSHn^'J^^^A^nT 

1 H-NMR (DMSO-dg, 5 0 0MHz) : 63. 93 (s, 3 H) , 
3. 9 4 (s, 3H) , 6. 4 5 (d, J = 5. 5 Hz, 1 H) , 7. 2 3 (d, 
J = 9. 2Hz, 2H), 7. 39 (s, 1 H) , 7. 51 (d. J=9. 2H 
z, 2H) . 7. 6 2 (d. J = 9. 2 Hz, 2H) . 7. 6 4 (s. 1H), 

8. 15 (s, J=5. 5Hz, 2H) , 9. 13 (s, 1 H) , 

9. 4 3 (s. 1H) 

(FD-MS. m/z) :55 1 (M + ) 

Htt092 4 2 

N- (3-?PP7'ab°;l/) — N' - (4- [ (6, h*>-4-4- 

7*.-Jl) *?1>T (2 7 8) 
6, h*->-4- (4-7i;7x; + >') +7'J > (5 Omg) £ 

(5ml) lc£n#tfga?U h 'Jxf^7 * > (1ml) ££n*.*:&, h 
V7*x^> (55mg) fcjjn;^ 3 ftWto#d8M t fc 0 Sftft K 3 - * d d f 
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ntf;bT-U> (6 6mg) 2 0 #IHHn*liI»E L fc 0 KJ6ttfc0fflfeK* 

#U &*«ffl^hU7ATia§Lfco «ET«li*e*Ls »I^ddW 
A/74zh> (1 0/1) TKM*Sv'U*y;l/*7A?0'7 h^74 -fc* 
*}«tiaU imoit&®iZ2 6m g> JR^3 7%T*#£ 0 

1 H-NMR (DMSO-dg, 5 0 0MHz) : 51. 87-1. 94 (m, 
2H), 3. 20-3. 27 (m, 2 H) . 3. 69 (t, J = 6. 1Hz, 2 
H) . 3. 93 (s, 3H) , 3. 94 (s, 3 H) . 6. 29 (t, J = 
6. 1Hz, 1H), 6. 41 (d. J=5. 5Hz, 1 H) . 7. 14 (d. 
J=9. 2Hz, 2H) , 7. 38 (s, 1 H) , 7. 5 0-7. 5 5 (m. 3 
H) , 8. 46 (d, J=4. 9Hz, 1 H) , 8. 61 (s, 1 H) 

li^tfi(FD-MS, m/z) :415 (M + ) 

mmw2 4 3 

N- {5- [2- (4-yfr*u) 7x;t^] - VVifM -N' - {4- 
[(6, h^r->-4-^U;l/) frU7 (2 7 9) 

6. 7-^y h+>-4- (4-7J;7x;*v') +y U> (5 3mg) £ 
h;Ui> (5ml) KftflfcttflPU htfx*^75> (1ml) «n;tfctk h 

U7*xy> (5 8m g ) «n;u A^ms0^mtt: o fcmmcs-rz;- 

2- (4-7;M-n) 7xy*'>trU v?> (95mg) «rftJAx 1 9£RMMi 
*Lfc 0 KlBftKifcltek**- h 'J 7A*«tt*tD^ Ifflfcxf-rt^igfflajLfc 

fiiu »at*^nDsj-oi/A/T-feh> (i o/i) "TRM-rs^u^y^^ 

A?n^ h^77-f -KiOfltSSJU £S©fl:&$l£7 4mg> 
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1 H-NMR (DMSO-dg, 500 MHz) :<53. 94 (s, 3 H) , 
3. 95 (s, 3H), 6. 44 (d, J = 5. 5Hz, 1 H) , 7. 01 (d, 
J=8. 5Hz, 1H), 7. 12~7. 24 (m, 6 H) , 7. 38 (s. 1 
H) , 7. 51 (s, 1H), 7. 59 (d, J=9. 2Hz, 2 H) , 
8. 01 (d, J=8. 6Hz. 1H), 8. 19 (d. J=2. 4Hz, 1 H) 
, 8. 4 6 (d, J =4. 9 Hz, 1 H) , 8. 7 7 (s, 1 H) , 8. 8 9 
(s. 1H) 

©££#HI (FD-MS, m/z) : 52 6 (M + ) 

mmm2 4 4 

N- {4- [ (6, h*->-4-4-y 'J;t/) 7*^} - 

N' - (3-^WU7x^) »)l/7 (2 8 0) 

6, h*v/-4- (4-7i;7 i ;+-» +7 'J > (5 2mg) £ 

h;l^> (5ml) icflDjRtigflPU Mxf-;U7S> (1ml) £jQ;LfcilL h 
•J7*xy> (55mg) £Jd* s 33MMB«fll*Lfco EJSttK:3-yy 
7^7-'J>(69mg) *Jd*. % 1 2$MMIMi*Lfco Sl&ttlctfafcfcX 

#U hU^A-eiaiLfco *EET»»*«*U g|££?no*;U 

A/T4?h> (10/1) TS§§-r-5^'J*yVl/^7A^n-7h^5 7>f-iU: 
*>*WKU mm®<t&®*:7 2mg. JR*8 9%T''#fe c 

1 H-NMR (CDC 1 g, 5 0 0MHz) : 6 2. 92 (s, 6H), 
4. 01 (s, 3H), 4. 03 (s. 3 H) , 6. 41 (d. J=4. 9Hz, 
1H) , 6. 4 8 (d, J = 8. 6 Hz, 1 H) , 6. 5 6 (d, J = 9. 2H 
z, 1H) , 6. 88 (s, 1H) , 7. 08 (d, J=9. 2Hz, 2H) , 
7. 14 (dd, J=7. 9. 8. 5Hz, 1 H) , 7. 35 (s, 1 H) , 
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7. 41 (s, 1H), 7. 45 (d, J=9. 2Hz, 2H) , 7. 55 (s, 
1H), 7. 67 (s, 1H), 8. 45 (d, J=4. 9Hz. 1 H) 

S£*##HI (FD-MS, m/z) :4 5 8 (M + ) 

W&m 2 4 5 

N- (2-b Kp*»>7x-;U) -N' - {4- [ (6,- 7->^ h**/-A 
-*JV)V) 7 (2 8 1) 

6. 7-3M b**>-4- (4-7i;7x; + -» *J U > (l 0 5mg) 
%hJlx-y (10ml) Kflnisygffl? U MJx^;!/7^> (2ml) £}jn;L*:^ 
h'i7t^> (118mg) ZUaz.^ 2^fS0mSSMLfZo &J&m\z2-TZ 
;7x;-;K77mg) ZtiDZ.^ 1 0 £fflAngkfi% L tz a SlS&fc^g&Ksil^ 

&&<5iSU ^10^^8 61118, iR$5 6%T^ e 

^H-NMR (DMSO— dg, 5 00MHz) : 5 3. 94 (s, 3 H) , 
3. 95 (s, 3H), 6. 45 (d, J=4. 9Hz, 1 H) . 6. 73- 
6. 88 (m, 3H), 7. 20 (d, J=8. 6Hz, 2 H) , 7. 39 (s, 
1H), 7. 52 (s, 1H), 7. 59 (d, J = 8. 6Hz, 2H), 

8. 0 3-8. 0 8 (m, 1 H) , 8. 19 (s, 1H) . 8. 4 7 (d, J = 
5. 5Hz, 1H) , 9. 46 (s, 1 H) , 9. 95 (s, 1 H) 

@fi#tfrH (FD-MS, m/z) :43 1 (M + ) 
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mmm2 a 6 

N- (3-b Kp*->7*-;LQ -N' - {4- [ (6, 7-*?y h*->-4 
-*J W frU7 (2 8 2) 

6, 7-i>7 h*->-4- (4-7;;7x; + y) +>"J > (1 1 5mg) 
^ h;Ujc> (i 2m 1 ) iziu^mmt. MJxf;b7i> (2m l) £;Jjo;l*:&. 

(113mg) £#n*.> 2»iiSitfco SID«[{C3-T^ 
/7x;-;K73mg) lO^llliii^Lfco RKS;*fcUa»**^ 

£»*«U «iOft6«*9 5mg^ 1R$6 0%Ti§£ o 

1 H-NMR (DMSO-dg, 5 0 0MHz) : 53. 94 (s, 3 H) , 

3. 95 (s, 3H) , 6. 35-6. 42 (m, 1 H) , 6. 44 (d, J = 

4. 9Hz, 1H), 6. 77-6. 85 (m, 1H), 6. 98-7. 08 
(m, 2H), 7. 20 (d. J=8. 6Hz, 2H) , 7. 39 (s, 1 H) , 

7. 52 (s, 1H), 7. 58 (d, J=8. 6Hz, 2 H) , 8. 47 (d, 
J =4. 9 Hz, 1H) , 8. 57 (s, 1 H) , 8. 7 3 (s, 1 H) , 
9. 3 1 (s, 1H) 
§ffi##Hil (FD-MS, m/z) :43 1 (M + ) 

HJ60H2 4 7 

N- (3-bKD^->^^;l/7x-;b) -N' - {4- [ (6, l- : Jt 
h^->-4-4-y 'J-;U) 7x^;H frl^r (2 8 3) 

^Jfe0U 9 7-e^^:N- (3-xh + ->*i*-^7i^) -N' - {4 - 

[(6, 7-?n + y-4- + yiJ^) (190 

mg) ^^;-;K3ml) KfcPU 3 5%7k8tffc* U (5ml) 
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3 8%T^^ 0 

1 H-NMR (DMSO-dg, 5 0 0MHz) : 5 3. 94 (s, 3 H) , 
3. 95 (s, 3H), 6. 45 (d. J=5. 5Hz, 1 H) , 7. 20 (d, 
J=8. 6Hz, 2H). 7. 38~7. 65 (m. 7H). 8. 13 (s, 
1H) , 8. 4 6 (d, J = 4. 9 Hz, 1 H) , 8. 88 (s, 1 H) , 
8. 9 7 (s, 1H) 

®S##fl« (FD-MS, m/z) :4 5 9 (M + ) 
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Wistar-Kyoto^ y h (B#^*-;UX'J'<-*b!^A^) «fc <0 Wti&Zffilh L„ 
'>-t'> ^(Nephron, 22. 454 (1978)) laoU^iKL^ Cft£, 

\Mv : smfttim my. fcs tus-to £^rpmi i64o w& cot. j^^bs 
t*) ^\zxnx(o0k^X'^%mkif^ y^^-t-foiz&^Tmmitzo & 

^*QmK5KBimizi*bftz**>¥*Atom%7v*>(izmitz 0 

2 PDGFggftg B U >gMbffigfEffi<Pffffi 
ytf>**A|MS£2 4ft¥ft7U-Hc|fllU 10%FCS £#frigit£lCT2 

*&±u sapLfcime«:5oo 01 o. i%^y^mr)iy^ 

y (ETF» B S A *^t?ift** 2 5 0^1 SsJjnLfco *J* 

*>K0HT, DMSO«*) C*»*-a-fc*«Hltt*-©JSllHcl. 380 1 
tBttlLTSte*^ 3 7TT?l«fn-f Hfco t Hfi*«|iLl!j||i/JvR* 

*l«6H?BBtt CETr\ PDGF-BB <hB&t) £0. 1% BSA«-#t?«ififc»J»$^ 
^n*»«K*<5 Ong/nl <h££«fc9 x;H: 2 5 0 1 foSfetaU 37^ 

T'i oam* >*^"<- h ifco tgrnzmzu 5 0 0 /1 1 © u >s&sgffi£g£ 
*itK (pH7. 4) obit. PBs tttt) Trmmzfc&'&, mm^mtmrnm. 

(IX Triton X100 . 2mM *Jl h'<+VMNti- hV^A^ lmM xfi/>^ 7 5 >4 
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2 + h U * A (OT. EDTA <h BS-T) h 'J x««said4g* ( p H 7 . 

49i!))^50//lttLto 4 r T30£MRLttll'*- S:i Rl&ft U 
1 %5 *j ij ;HjH|^- h U * A (OTs SDS h >J X*gffi 

©#'J7* U;U7 5 KWTSDS «»»»*ftofco mm&Sj&> y;nt«z)5fi 

PDCF-BB 03^to(C«fcl9 ea'J >&tt£gtf*:PDGF£g# O&Ffi : 3^tJ 1 8 OKDa ) 

PDGF-BB »K«fc6PDGFg::gft©@E'J >gtfb»£ 1 0 0%. ISittfeck tfPDGF-B 
B ^flnLWtt^^K&^SgB'; >IKbS£0%<hLT. £^;U©g 

fiTilll%©«K^KPg(C^^T. tl^tKDtjka lZ.$5tfZ> PDGFS£??ffc @ B 'J 
>»{bfcStt-4iaW**«)x cn^&IaMiifittSK*ft^L-Cs &&II&IOPDGF 

%®mz*)>&<k5o%mmmm a c 50 ) *»teLyt 0 

*^o{b^cDPDGF^g(*aa>J >gHfc5 0%ffl^SK ( I C 5Q ) til o o 
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PDGF£g#BB'J > 

{b °^ # ^ mmmm (ic 5(J : ^no 



(2) 


0. 44 


(6) 


0. 45 


(8) 


0. 1 0 


(16) 


0. 05 


(2 9) 


0. 80 


(3 2) 


0. 30 


(43) 


0. 005 


(44) 


0.006 


(4 5) 


0. 0 1 4 


(4 6) 


0. 0 2 1 


(4 7) 


0. 0 4 3 


(4 9) 


0. 0 1 8 


(5 0) 


0. 067 


(51) 


0. 009 


(52) 


0. 03 


(5 3) 


0. 0 1 0 


(54) 


0. 003 


(5 5) 


0. 003 


(5 6) 


0. 004 


(5 7) 


0. 006 


(58) 


0. 002 


(59) 


0. 004 


(60) 


0. 004 


(63) 


0. 40 
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181 6 E©ittt Wistar-Kyoto 7vh (7 MM) (a***-JlXV 
0X~7 (Pathol.Int.,45.409(1995)^ffl^TMML/O *1. 2mg/kg©E« 

OX-7&i*gBci:e>lB2[Hk 8 BRgg^PtS^Lfco &J$f#?!^ 

0 : *«#rt^bP^*jBa6tt^ 

1 : *3*#rtic 2 5 «£tT©«MaP0g*Ka6 5 

2 : *^c#rt{c2 5-5 0 M<z>«fl£i£&ea6 £ 

3 : #i*#F»3 C50-7 5 M<2>B<b?5$£B* 5 

4 : ^^rt iz 7 5 ~ i o o %<m\um&wih £ 

37±J0»U *##gffc©«lf» (%) ^^HJL^o *rmgfc£t*Bartlett& 
K<k<9t£#iS:tt©fc££fTofcgL Dunnet&K^fro^o 
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1 Omg/kg 11.7 P< 0. 0 5 

3 Omg/kg 10.2 P< 0. 0 5 

1 0 Omg/kg 13.7 P< 0. 0 1 



l*iag>J3 

1 {fc£»*j- 4 3 nits®® -?<yx stisLmum ( p 3 8 8 ) (- s mmm 
Ml 

<t&w&m3<Dib&ta\u mmmmzmmiiz-ro xizttLTizrvmbm 
■?*7s&jtammmP3 ssmm (atcc*>£a#) &ixio 6 mim?nc 

1 3 0%Og^Wtot»nfco 

2 >fb^S^4 3<Pjb^®fch?*U*-^fflli3 (GL0 7) tcfrN-£fflg 

it&ymm 3e><t&®i*. w8usi&:mkLx\.*z*-vv** • t vim 



WO 97/17329 



2 15 



PCT/JP96/03229 



*fJH^wttaW**14H|gISBx -BZHUgPtft^Lfco ft#Bffi6B©K 
1 £ Lfcii ©*fj|B#© xBg ©M)I#«£ C x , &®{t&®&5-&<D 
IWWHxtU MflPtf3HM$ (TGIR) = (1-Tx/Cx) x 
1 0 0*#8&rt:o *H*M©tM*ffiM*T> g*©TG I RMli 7 6%T"*tK 

3 ^BMb^KDbh^'Jt-7iH (GL 0 7) K^SIfemaMI 

7- Kv^xic^JgU mmwmfrl 0 Omm 3 ^Kfco£B&&T&i¥©H^ft 
*©¥W§-l;:<i;* J:SfcllME-f-3K#&#£U 5 0*g/kgttZZ&? 

teBommftmz ltitzt £©*«ai¥©xB i©nff#**cx N mm4t&im 

*m<ommtm*Txtu mmmmmm ctgir) = (i-tx/cx) 

x 1 0 0£#a6*: o Ztii><Dte%%%3m\Z7fito 
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»»fll4 

— &9~1 0EO&&DBA/1 J NCrjvC7X (93HK) (B#?- * -;bX 

(K-4 1, ^7— y>Stffi9NI^) > 1 5 nig® Mycobacterium tuberculosis 
H 3 7 R a (Difco Labs.fr &A#K 2. 5nl©£Jl£8fl0E:l3*tf7. 5 nil CD 
^47D-f > K7fa'<> K (Difco Labs. fr£A^) ^bi7;l/y 3 >£IS 
«U ^*x©Hfi«l=3SH®rai!-C2lHU lE^fctJO. lmliKTt9:-^LBa 
tpifc£^Lfc 0 mmitfl' *7 *-Jl£ DM SO£**ietll 0%#fr£g:& 

«fift©HE*icfi»$^ 2@aox7;i/i? 3 >s^H«H^to 1 6 urmBsmtH 

t&mt 7/10 7 0 

1 Omg/kg 1/9 11 

lOOmg/kg 0/10 0 



M+SztiammLIZo 
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2 2 0 




R 2 iR 2 li- fcfcttoTC x -C 3 ©7^+U>^ffM-r^fc©T*«9x Wti 

1. Wj&<CH©*^ 

(a) XtiO£fcliST&*K Qli. 

« (ID : 




c 2 -c r;u*;k c 1 -c 4 T;U3*'>*fci*c 2 -c 4 7->;u-p*-5] t 
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S (HI ) 




K4\ mli±K<!:IMfrr*t>* R 3 ' lifi]giJ{cOH N Cj-CgT-M^k 
a (IV) : 




[5£4\ mfe«tO'R 3 ' «±JE<fci^KI&-e*tK R 4 (±H. C^CgT^ 

(b) XliCK SSfcteCHgTfcSu Q(i N 
a (V) : 




[5£4\ jfcJ:tfkliflBUfcO*fctilT&'K RgtifiSiJlcHtfctiCj^- 
C 4 7^4-;UT*l9. AI±C 1 -C g 7A'*;K C x - C 5 T;l/y^.^ 

(C 3 -c 1Q ) 7;u+;k C j -C 4 t;I/3*->*^#— ;k 7x-;k ^-7 
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tfl»S*fr £;S2RS *l£ *> 9 1 iiO^x Djg^W L T^T t> «fc <<> 5 - * fcfct 6 - 
l©fiStCDA.f d 7 'J -;Ug&£^(*9 -ifcli 1 0 -M©^^cD^-rDT 

CN, N0 2N OH, NH^^ofX C i" C 5 7;l/+ ^ 
Sltt ^ c 3~ c i C i - C 4 7;l/3+^ - C 4 7;Urj^'> 

rt^tf'^k C ^ - C g 7'>;K C j -C 5 7->d + ->> C j -C g7**U> 

C 1 -C 4 7;Mr^7S>/, >f- (C 1 -C 4 7^+;b) 7^y. 
C0 2 H N CONH 2 , N- (C 1 -C 4 7;b+;U) 7$ H\ N, N-v- 
(C x -C 4 7;Mr;lO 7^ K> C 2 - C 4 7-Mr;U7 5 K\ h'j7;^D^f 
;k C x -C 4 7;U+;Uf-^, 7x-Jk I»7xi;k 7xMA K&^i 

y + v, 7*^ts ift7i-^f^ 7ziA (c x -c 4 7;b^;u) N 
ijft7x-yl/ (C x - C 4 7^+^) n t°'J $>;k t°5 v>^Jk t e U $ v?-;K 
b'U^v^k fa'Ji^k e^'jy— ;k tWv'-Jk ^tex? v>'-;k 
*^ihU-^k *>"J;k *^W-;k K>y*-Ok IKft'OV'f ;i/4fctt 

<X S. NH, NCN. NR 6 ^/=(iNOR g RgliC j -C^TJl 

2. W7&<NOJi£ N XteCK S^fciiCHgTfctk Qti. 
5£ (V) : 
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K«k K R 5> AfccfctfBtitvfftk±fE£Pi^-e;&£] T*-S 0 } 

2. Si (I) ^ Wj&<CHT<fc*K Xrf><0£*:tiST'£>'K Q*<^ (II) > 
5£ (III ) t^ttS; (IV) -e*£*x^ »*sii=f2*©*/ D >0HMtes«ktf 

3. 5£ (I) 4\ W^CHTfctK Xj&<OT-**K Qd<a; (II) „ 5£ (III ) 
ttzltt (IV) T*£*t£> »3ftglfcf21i©*>' 'J >R*tf:fc«fctf*nfe»®* 

4. 5$ (I) 4\ Xri<(K S*fciiCH 2 T-*0^ Q#5$ (V) T'vkZtlZ^ 

5. i£ (I) 4\ R 1 fcJ:CFR 2 *<<BB'JJ-C 1 -C 5 T^+;J/T?*?)^ Q# 

5£ (V) k (v) ik jfc^tfk^OTifc'K Bfi N o. s. nor c (:: 

6. S; ( I ) if * R j £J:tfR 2&W4lwC j - C g TvM^TfctK Q# 

^ (v) k (V) j*«0T*!3^ok*q^5K s^i* j*<n?i»j 

^k^Ot'*^ R^it^Mttiit/f'Jl'Cib^^ Bttx 0 N S N NH, 
NCN^ NRgtfcttNORg (CC7?> RgliC { - C g 7;M^I/T&£) T" 

7. 5$ (I) *x R 1 *'J:CfR 2 *<ilJg«KC x -C 5 7;U*JbT&tK Q*< 
5£ (V) K (V) * x jfc«ktfkri<<i:t>{;:l R 5 *<«B!lK:***fctt 
yf-^T*«9N Btts <X S N NH> NCN, NRg^TtliNORg (ZZT\ 
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K*k W{iCH^rr(iNT-*Ox R x fc<fctfR 2 tiWJi;: C 1 - C & 7;U* 
A«yf-;k xf-Jk 7*o£;k ^v^ntX 7^;k ^v^f-^k 
s-7f-;k t-7>;k 'Of/Is >fV^>f-^k i/^D^>f-;k S^n^ 
*->;k i/^o^^f-^k 7*— ;k ^-7f-;k 7'JJk fx-^ tf«jy;u* 

^fo7'J-JH(4x 7;l/*n s ?od n 7*o^ 3-K> ->7A tKn* 

t\fl/7$A S>7f-;1/7S A h'j7**nyf;k y*Jk if^k 7*nk*;k 
>fv^nf;k 7f-;k -fv/f-Jk s-7^k t-7>;k y 

t±7> SIR 3 ft 5 l-5ffl©ll*S*WLTl>Tt>J:^] Tgfr£ft£ 
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[5£4\ Wfi C H £ fcliN-efc «9 s j ii 0 Tr* K) *>o k tt 1 T?£ * fc« 
j t± If* *) k IS 0 <9s R x £<fcc;R 2 C l - C 5 T^+^T 

ot°;k ^f^x -< yyf-;k s-7>;k t-7^;k 'O^k 

>»k *>^n'<>f-;k v'^o^+vJk S^o^y^yk 7x^;k ±~7*A*^ 

T'J-^SSfcli'vxnT'J-JUgtes 7;k*-n N ?nn. y D 
^ x 3-K\ >7>k tKo^v'^hD, TxJ^ /1-)lTi;^ VJ=f-j\,T 

JK ^nh°;k >fyyot";k 7^k v^f-;k s-7f- 

;k t-7^;k > xh + A ^n#+k 'fV^o^y^fcliyh 
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10. 3 (VIII) : 



R 5 Rs 




K4"> WliCH^fcliNt*!)s R^fcldRglWCC^CgT;^ 
-»bT*f9> RgJiWJCTK^^^Jiy ^;UT-*>«9s A JiC j - C g 7-Mr>k 
C 1 - C A T)\>>r=-}W i/fvOJ-JW i/?v^.* : s)K i/*n'v7f-;k 

>vy;k T-fef-;k f'Ji?;k t"l)5^;k t°D'J^-;k t^U^xjk 
ex-^v^k **k ,y <7 ;k ^'jyT*^ A-e^fc>£*i£cti£>© 

7;U+;H£x 7'J-/H4fcli^fn7'J-^^ ^o>r>> i/77. C0 2 
H N CONH^ t Kd + A -ho> 7;7^ C j-C^AWi A 

- (c 1 -c 4 7;i/4-;b) 7 5>\ c 1 -c 5 7->d+-> x c 1 -c g 7^;K 

C 1 - C 4 7;U+;Uf-^x h'J7;^nyf;k C 1 -C g 7^+Jk Cj- 
C 4 7;U3 + ->;k C x -C 4 7>»U + N — (C ][ -C 4 7>'U+ 

^) 7 5 h\ n, n-s>- (C 1 -c 4 7;u*;i/) 7 5 h\ c 2 - c 4 7;l/*;l/ 

t°'jv>;k f^-^k fjSv^k try^-^k *>"jjk 
u-;i/j^e>«^$n5i'-5fi©aKai*WLT^-rt>j:<N bi± n o, s> n 
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NCN N NRg^fcliNORg (::^ RgfcMf-d/) T^t>£ 
11. 5fc (IX) : 




C ^ - C 4 *>^7Jl"K— 7x-Jk ±y3-JK 7<J>K ^-xji^ < 

t"'Ji?;K t°'J$^;k t"niJ5?-;K b'-^U-^— ;W 

H N CONH 2 s tKD+->, - M, 7SA C x - C 4 7W7i A ^ 
- (C 1 -C 4 7^*^) 7SA C 1 -C 5 7->n + v'x C x - C & 7 v^ls 
C x - C 4 7;l/^;Uf-^. h'j7A*D^f^ C 1 -C 5 7^;K C^- 
C 4 7Jl?*i/JW c x - C 4 7;Un + '>*;U'K—;k N — (c^-c^^* 
^) 7iK\ N. N-v>- (C 1 -C 4 7^+^) 7Sh\ C 2 -C 4 7JU*;U 
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t°'J>?;k e-5^-Jk t°'J^-Jk £'J^-;k +yu;k £izlt*1-V 
U-;^biBRSn« l~5<l©S&S£WlWtk«i;i\I -e^fc£n<5*y 

12. 5£ (VI) 43 N W^CH-e&S. »*S8 {-fE«0+y U 

13. 5£ (VII ) «k W#<CH-efc-5> MT^9 KE«©*>/ 'J 

£ * ti 6 ©H^tttcf^-e ^ 

14. 5£ (VIII) Wrt<CHT&3x It^l 0(C|H|g©^y U 
fe«kt>'^tib©^WlcfF^T§ Silo 

15. 5£ (IX) 4k W^CHT&5. 1 KlStS©^ 'J >m&#1s 
«fc * *l t> ©H^ft Kf^T" £ -5 

16. 55; (X) : 
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WliCHtfcteNT&tK RjSfcttRgliTOJicC j-CgT^* 
,> R 5 (iMSiJlc7kffc£fcli;<^;UT&tK AteC x -c 5 7;!/*;k -> 
^o^O^k S/^p'v+Wk da»^;u % 7 U >k C j -C 4 7;l>3* 

©7^*;^ *fcti7'j-;l^ttt N OH. C0 2 H, 7;M"n N ?no, t*d 
*n 3- K\ - hn. 7 $ A 5*- (C 1 -C 4 7;U*;lO 7 $ A x^b>-; 
7*h**> % /f-JW-*^ C 1 -C 4 7-'U3*S/*^jK— ;k h'J7;U 

*n/*;k c 1 -c 4 7;u*;k c 1 -c 4 7^3*«> % tfus^k £fctt7 

1 7. 5$ (XI) : 



?n-^>^;k ->^u^v/;k v^o^T^k 7 'J Jk Cj^-C^T^a* 

©7-M^l/g. ifcti7'J-;u*tt* 0 H N C0 2 H N 7;M-d n *qd x ^ n 
^ 3~K>-hn, 75A (C 1 - C ,7;U*;U) 7$ A 




(X!) 
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7-trh*:>\ y Jk C 1 - C 4 7 Jlzij-i/t) MJ7;U 
:*a>^;k C 1 -C 4 7)l*JK C x - C 4 7^3*^ t'U^k £fc(i:7 

y »j ^^/ibCfc+f/'J >^££k fci^^nbOjflWicl^gT^-B 

1 8. 5$ (I) ik W^CHtife^ X^OT*^ R 1 fc<kO f R 2 ^<ht 
lcy*;UT?&t)> Qj« (V) K (V) ck j*5J:Ofk3M»jKO*fcttl-c 

*v/;k '>^o^f;k 7'J;k C 1 -C 4 7;U3 + «>^7^^;k 7z-;k 

tfcl^fDT'J-^I^ OH N C0 2 H, 7;U*o^ ?do, 3- 
h\ - ha x v?- (C x -C 4 7^*JU) 7 $ A x^U>^^i/ x 

7-fcb*^ yf-;l/f-^-. C 1 -C 4 7-»b3*2/*;UsK-;k MTJM-Dyf- 
;k C x - C 4 T)V*)W c i~ c 4 7^3* >\ t" 'J 5>;k tfcli7x^ 
£8ft$:ftSl~5$<Dfiifcg£WlT^Tt><k<> Bte, 0. Sx NH. NC 
N N NRg^^tiNORg R 6 (iy^;UT'*5) T^frSft 

19. (i) 4\ wa<CH-efc*K R r R 2 *<«hfeicy^^-e*t)> 

20. 6. 7-->'n+->-4- (2-y h*->7i;+-» 6, 
7-sm h+v/-4- (3-y h*5/7*y*-» *y 'J 6, 7->>y 

i>-4- (4-> h*->7xy + 5/) *y 'J 4- (3-7;btD7x;+>» 
-6, 7-v?^my'Jk 4- (3-tKo + ->7x; + -» -6, 7- 
V* 4- (4-7*D*7*y*» -6, 7-iJn + ->+y 
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U>. 4- (3, 4-^^->7x; + -» -6, 7-^h + ^;>J>, 
6. 7-vy h + ->-4 - (l-t7fW+-» +y'J>, 6, 
>-4- (2~i-7?Jl**i/) +7'J>. 6. 7-^V b*i/-4- (5-^ 
h + ->- 1 - t7fM+y) +7 'J >> 6, 7-y> (6-/ b 

*i/-2-i-7 3-Jl**i') */ 'J > N 6, 7-y7 h+y-4- (7-^ + 
•>-2— J-?*^;**!/) +y>J> N 6, 7-->Vh + ->-4- (5-*>";;b 

6, 7-^h**>-4- (6-+y;^*'» +yj > N 

4- (4-^>KU;I/^+>') -6, 7-^h*^;'J^ 4- (5->f> 
KU>M-*£0 -6, 7-^h^+yj^ 6, 7-^h*->-4- (3 
-y h + i/7i^ft) +y U >^7tti6, 7 - v/ h + ^-4- (4-/- h 

£ ft £ 4 b^fc «fc Z ft Oiffi<ji:fr§7: £ 5 i& 0 
2 1. (4-n-yf-;U7^^) {4- [(6, 7-^h^-4- + 

[(6. 7-s?y h*s/-4-*y uju) 7x-jb} u- 

h'j7;l/tnyf;l/7x-;l/) {4- [ (6. 7-^ ^v'-4-*;'J;l/) 
7xii} y*y> % (4- t -7"f;i/7x-i) {4_[( 6i 7 _ 
h+'>-4-*^y y-.=jio 7x-;n y*y> N (4-t-:rf- 
^7x-a) {4- [(6. h**>-4-*y uao 7x-jH 

y*y N- {4- [ (6, h + >-4-+y 7i; 

M ^*-*># $ h\ N- {4- [ (6, 7-^y h + ^-4 

-*yj;b) 7x^H - (4-- ho7x^) *7;b***-»J-S H\ N 

- {4- [ (6, h*^-4-*y 7x^;H - (N, 

N-^Wi^x^D'^Wt; F\ N— {4 - [(6, 
*i/-4-*J >)Jl) 7x^} - (4-T-fe^;U7x-;t/) 
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ITS K\ N- {4- [ (6, 7-2* h*'>-4-*;UA,) 7x_;H 

- (4-n--/f-;b"7*— ;W *7;1>***1M H\ N- {4- [ (6, 7 - 'J * h 
*i/-4-*y"JA) 7i-jW - (4-yf + '>7x^) 
*;K, N- {4- [ (6, 7- ! J* h*i/- 4 ;U) 7 x^} 

- (4-7a*7jc— JU) *;U»K+*$ K> N - { 4 - [ (6, 7 -it* h*^ 

- 4-*J **^] 7i^} d^>* >#;l/***1t- i b\ N- 
(4-n-7*f;l/7x-;b) — N' - {4- [ (6, Y*i/-4-*J 

U;lO 7x-;l/} -7U7^ N- (4 - t -N' - 

{4- [(6. h*->-4-*y 7x-a* -7i/7> n 

- (2-h'j7;l/tD^f;l/7x-;l/) -N' - {4- [ (6, 7->>V h*-> 
-4-+yj;l/) 7x-Jl/} £1/7. N — (3- h 'j7WD^f;l/7 

— N' - {4- [(6, 7-^^i/-4-+;U)^i/] 7x 
-M 9 1/7^ N- (4-b*)7Jl*u/i-)\,7*-jl) -N' - {4- [(6. 
7-^>h+i/-4-+y'Jil/) *^>] 7x-yb} VUT^ N- (2-^h + 
^7*^) -N' - {4- [ (6, 7-Vt h + ->-4-+yj;l/) 
7x-;H «7U7x N— (3-^ h+f 7x-A) -N' - {4- [ (6. 7- 

h + ^-4-+yj;l/) 7x^;l/} 7^ N- (4-^ 

x^;l/) -N' - {4- [ (6, 7-5M h+->-4-*y'JA) Ji"*^] 7x 
^} 7U7x N- (2-7;^D7x-;b) -N' - {4- [ (6. 7-i?/ 
h*>-4-*y UXO 7x^;H -7L/T> N- (3-7Md7x- 

Jl) -N' - {4- [ (6, 7->^ h*i/-4-*J VJlO 7x-i} 

N- (4-7^to7x-;l/) — N' - {4- C (6. 7-Vt b*i/ 
-4-*J*))l) 7x_;H OUT* N- (4-7-bf;l/7x-i) - 

N' - {4- C (6, 7-*J* h + '>-4-*y';>»U) 7xz;|,} tfp 

7> N- {4- C (6, 7-v^ h**>-4-*y;^) 7x;;b} - 
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N' -n-7°n t°;U«7U7, N-n-7f\fl/-N' - {4- [(6, l-V/V 
**/-A-*J V )V) 7x^.;l/9L^ N- (2-7^d7x^) 

-N' - {4- [ (6, l-V* h*i/-4-*1-V*)-J\,) ^-+>] 7x_;l) 
7b7, N— (2-y h + ->7x-;l/) — N' - {4- [ (6, 7-5>> h*-> 
-4-*^-/y-;U) 7x^b} ^U7, N— (3-y h + '>7*— ;W 

-N' - {4- [ (6, 7-S» h + i/-4- + ^V*U-;U) 7x^} 
7L/7> N- (4-^ -N' - {4- [ (6, h*S/ 

-4-*:*- »/!)-;!/) 7x-;H N-n-^^-N' - {4 

- C (6, 7-v?y h + v/-4-*tyj-^) 7x-;H 7U7 N 

{4-[(6,7-v>V h*i/-4-*J 0 Jl~)**^y *-)l>} [4-tWJ;7x 
-;U] <4-[(6, 7-S?y h*S/-4-*>"J;W^*->]7x-^) [4 

-fc'o y 7x;;b] U-[(6. 7-->V h*i/-4-*y 'J;!/)** 

'>]7xz;H [4-tW; 7i ^] ^/> x N-(2,4-^od7x; 
;b)-N'-{4-[(6. 7->M h + >-4-*y 'J;i/)t+i/]7x-;b}-)i./7x N-(3. 
4-y^nD7x-;l/H-{4-[(6, 7-SM h**>-4-*y ij;l/)t+«>]7x 
-MVUT^ N-(3. 5-v?^nn7x^l/)-»'-{4-[(6. 7-^j/ h+^-4-4- 
J V )l)**i/]7 * ut^ K-(4- / >oa-2->f;l/7x-;l/)-N'-{4 
-C(6. 7-^^ h*v/-4-*y y*)t+v']7x^}'7U7x N-(3-7S ^ - 
4-?an7x-;l/)-N'-{4-[(6. 7-$>y h*->-4-*y 'J;b)t+->]7x- 
M7U7, N-{4-[(6, 7-i?y h*v/-4-+;';^)t+'>]7x-^}-N'-(2 
-h°'J i?;Mf;l/)9U7^ N-(3. 4-^7;M-o7x-Jb)-N'-{4-[(6, 7->> 
y h + i/-4-^y 'J;l/)t+'>]7xi;W7l/7x N-(2. 4. 5- h 'j7;l/tD7 
x^;l/)-N'-{4-[(6, 7-5** Y*f-A-*J 'JW*v']7x-;l/}7U7 N N- 
(3-^dd7x-;I/)-IC-{4-[(6. 7-vM h**>-4-*y 'JWi/]7x- 
^}7l/7, N-(4-t Ko + ^7x^;l,)-N'-{4-C(6. 7-v^y h*.>- 4 _ + y 
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